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(54)Title: NOVEL PYRIDONECARBOXYLIC ACID DERIVATIVES OR SALTS THEREOF AND DRUGS CONTAINING 
THE SAME AS THE ACTIVE INGREDIENT 



(57) Abstract 

Pyridonecarboxylic acid derivatives of 
general formula (1) or salts thereof, and drugs 
containing the same as the active ingredient. 
The derivatives and salts exhibit excellent 
antibacterial activity and peroral absorbability, 
little cause side effects, and are easy of 
synthesis. In said formula, R 1 is -OH, a 
hydroxyl-protecting group or (alkyl)amino; R 2 
is H, -N0 2 , (protected) amino, (protected) 
hydroxyl, lower alkyl or lower alkoxyl; R 3 is 
halogeno, H, -N0 2 , lower alkyl, lower alkoxyl 
or amino; R 4 is azido, (substituted) hydrazino, 
. (substituted) amino, lower alkoxyl or hydroxyl; 
R 5 , R 6 and R 7 are each H, -N0 2 , halogeno or 
lower alkyl; R 8 is -N0 2 , (substituted) amino, - 
OH or lower alkoxyl; A is N or C-R 12 
(wherein R 12 is H, halogeno, (substituted) 
lower alkyl, lower alkenyl, lower alkynyl, 
lower alkoxyl, lower alkylthio or nitro); and B 
is N or C-R 13 (wherein R 13 is H or halogeno). 
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( 1) 



C*+, R 1 14, -OH, Z©fiWSXJ4_(T**;U) Tiyg^U R 2 (4 
H, -NO «. (ff»)T5y«, (ftff) fc Ko+J/^S, fifty ;U**«X 
J4ffi»T^3 + S/;H6*^U R 3 14, ^Dfvgf, H , -NO,, fifty* 
ffifty^a+s^usxiiysys^u R 4 ttysJK* (lift) t K 
y^S, (ftft) y > yg, fifty ;t,3*i/;i,gxiifc Kd+S/^**^U 
R 5 > R 6 &t>'R 7 liH, -N0 2 , ^oy>K^.Xttfifty**A,S*^U 
R« 14, -NO,, (aft) 7-;i, -oh, fifty ;ua*i/S^u A 14 
NXI4C-R" (R"J4, H, ^of>gf s fift T ;l*,U3£, fifty 

^Hr-5f«, fifty *+-;m % fifty fifty 4.-+^f-^-*XJi 
-hoS^y-T) B(4NXI4C-R 13 (R ,3 {4HXI4'soy >j^£^ 

"T) £^"t) 
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tlT^So <e©*T*K ;^7D+ti/> (#§flHS53-141286^-^) „ 

CRfWBS55-31042^^||) , tjatti/y (#W57r46986^ig) , 
^D7n+f» (#MBS58-76667^fg) , h^7D+fi/> (MS60 

f*fc*D£ftTV£#< (W096/12704) „ <k *) (RJRttKftJ'U fro£jffi*>gg/ < j:{k& 
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-rtit>*>, *wm, to-^it ( i ) 



R 2 0 




en 



(st'K R' lig-OR 9 R 9 «7jc^^Xii*;u^->^S^ 

WbT^TfeJ:l>h K^y^lE, £-NR ,0 R n (;;t% R 10 S<>'R n (^- 
^-f) " «T;l/3+i/;|,SX(ih Ko + i/;uK^U R 5 , R e li 

»r;l/^-;Hjk ffiftr;l/+-;H6 % «T;l^->;t/g, imr)l*)ii-*m 
X(i-hnS^-T) £tfU BfiMlft^XttSC-R' 3 (ddT, R ,3 l*7j< 
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mz*mn±, MIR try K>*;^>«R»ftXtt*o*i»ll<iffiftt^ 

kit, *&mz^xmmL<mtZo *isi!bo±e-«s cd 

±E-I8st (l) «K R 9 T^Stt* a ;u 

n-T'DhVH, f^ohVH, n-7*f-;t/^ -tVff-Jtfb t-7*f-«. 

1 -t°d^;u^ 7*r-;l/£. ^>f-;«, ^+-b-;^ ^\7*x-^S^ 
OfilRTA,y-;b* : '<>^;l/16^©eaH»7'^l l©77mi; 7x^ 
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0»W7;;||7^;H; (5-/^-2-^+7-1, 3- 

« ; ^ > TV h ^ 7 . b ^ ;i/^©y o ; ^ > 

S> ^77*oh7i^ n-7'f-;^ ^77>;ug, t-7'f-;l/S, 
^+->;H, ^\7°f-;u^ 1 -x^;u7 , nf;i/S, 1, 1 - ^^7>;i<a, 
2, 2-i>^;U7^;t/g, 3, 3-'7y^;i/7*f-;l/S, 2 -xf-;U7>;t/SH 
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R 2 "CmZtl&&RTJVzi*i//l,&tLX\± > /b*~>m, xh+->|, fa 

-r v i/g, 7* h + *>mx\* t - f b * ^s^©^^ i ~ 7 

R 3 T^£tt*ffi«T;U*;l«fcbTli, R 2 T^L/ife©tll*©t>cD^ 

r 3 -c^$n«ffiaT;i/3+i/^aEi:UTtt, r 2 T^u/ifeoti^tincofe 

R 4 -C^tl?>MMm^bX^X^^t Kv^SlcfctfSg&SibT 
(iMxJ2\ xf-;bS^ n-T'otVl/S, -fy^nWi, n-7*^;i/ 

-fv^f-;Hfc, t-7^;t,X. ^i/;t/« s <\7*3^£3|eDiE 

^T^^^t^W^n^o g»£#frbT^Tt>J;^t K^SVSibT 

R 4 -e^£;ft££-NR 10 R"<K R 1 WR n ^£ft3g«£WbT^ 

t Ku^->;^ ffiiRT;U3*i/;HIXttT $ y &X 1 Xti^g&£ 

T^Tfecki,«T;^;uS0»*U^JtbT(^ if;H, t- 

7'f-;^ + 2-tKoti/-l-yf^xf;H, 2 

-khW-n-^Dt^ 3-tKD+i/-n-^oWS, 2, 3-S> 
tKo+^-n-yph^i, 2, 2, 2 — h U 7/btnxf 3, 3, 3 
- b 'J 7;l/^-n- 2 - t FD + i/^obVH, 2 - t Kn + i/- 3 -t b*isf 
°tVH, 3-7^tn-2-hFo+->^t';t/l, y h + ->xf 
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tUTJi, fx;t,g, i-/D^-;H^$if^^ *T*>T»J;b 

R 4 T*aft*£-NR ,, R I1 »K R 1 WR 1, T^£n3;/?af&^KT;^4- 
;^gtl/rti. ^^Dyoh'iH, ^?a7'f/H, ^^o^>f-^Ss i/^n 

R 4 T^$n§S-NR 10 R"^ R 10 RO'R n T^$tl^iafDm^^St 

ft 2 - 8 >(, \ MJUiT 'J >J i?x;[,£ N T-tr'5 1 i>x;l£U f 

DI J^S> e^y^-^*, tWs>x;Hk ^-tr^x;^ ^;u*>jy 
X. U y S> ^^HJ-'/'J ^-;l/S^^(t't>n, £F£ L < \t h'n ij y 

R 4 r^nss-NR^R 11 ^ R'TO'^^Tiyfiiii 

R 4 22**nSffiftT;U3+S/^XtLTtt, R 2 VTFLtzbOtm&Ob® 
7'J;i/7;y$, 3-hKn+i/-n-yDh';i/7iy$ > 2-tKo 

R 5 , R 6 WR 7 t^^tl§Mny>i^tUll R 3 X~7jkLtz$>(D k® 
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R 5 > R 6 WR 7 t^$n§fi|J7^;l/itlTft R 2 T^LfctOt 
R 5 s R 6 &t>'R 7 ©ffl<&£=b-£tUT(i, R 5 ^TklflS^ A D y>g^ 

MZttsmm, xf;H, n-7nh';H, -fv^otf;^ n-7*f-;!/g, 

-rv^f-^s. t-7*^«, Ky=f-M^ ^*isjim, 

Ji^JiM; \=:-Jim, tu;us n i-^d^h, 7f-;H s ^7f-^;t^ 

^+-t-^at. ^x-^gasoffiST^y-^at ; <>^;n, 1 - 7 

r-tf-jum, 7nh*t-;H, 7*r»J^S> -Y77x U ;u££©ffi»7;i>* 
y-f^i;^+i/* x h + 7# t - 7* h 4- 7* 

•OHfc: r»J7;k o>T7;k '<U;k 77-;k 7x-;ur^-;k 75-^ 
-T5~;k r'J 7^-/<U ;k /'J 7;t/-r'J 7 ;m©y ~ yg^s 

f - HiMtwifbti^c z.n^>om.m&\t 1 ~2ffl©rat> u< «n«©fc 
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R 8 T^$nitt7;l/3+i/;Htttii % R3 t-;f *>©<!: If $©&© 
A « C - R 1 2 T$> £i#£© R 12 T^^n§^ny >^M7A n + i/ 

B«C-R ,3 Tfe6^©R 13 -r^^n^^ay>Ii^tbT(iR 3 T^L 

fc&©£|^§©*>©^Wb*l3 0 

u A«c-R i2 ^-r^(rii+y 'j >#fs^^f scttncs^ a#c 

-Ci, C-BrX(iC-CH 3 T'*5«^#i:ffiLl^ 

(1) Cfctt*, J^^U^R' , R 2 . R 3 . R 4 . R 5 , R e N 
R 7 , R 3 > AXtfB©ffl#£fc-tt:li, R 1 A<t Ka + ->;US (R 9 =H) ; 
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R 2 ftfrmm* ; R 3 *ONny>JK^F ;R 4 ^7;;i, 1BMT Jl,*JlT i J 
y\WC7)V*))sTi jmx\$mk7)lti J J )IT I jm ; R 5 £tfR 7 j&^n-y 

; R 6 *<7k*W-T- ;R»A<7;;1, iB&TJU*J\,T i J&XltmTJl 
%J4frTlJ* ; A^C-H, C-Ci, C-Br XtiC-CHa ; Brt<&ft 
^XliC-HT?* 3 MCff* U^^frtirli, R 1 #t Ko* 

(R 9 =H) ; R 2 frfrXm* ; R 3 #7 ; R* #y S J &Xli 

Xl^f;i.7;;l;A^C-Ci, C-BrXliC-CH 3 ; B^M^I^X 
ttC-H<D#£TN&5 0 

fe©^^*n-So ftftfinaitLri^ (a- d e^not^© 

^ (A-2)m ^x>S, h'J^nn^ hVyJltaWm, 

s, vu>(>w&<DimijA,tfy&£Qj& > (a- 3) /?>*)i*ym, <y 

(B-l) -fh'J7A. # 'j 7 A^0T;U#iJ (B-2) ti 

a,*/*^ •?y*~>' i 7^m£>TJifi<)±m&mt<D^ <b-3) 7>^^a 

(B-4) /f;i/7;>, K'JyW;^ MJxf-;UTS> N h 'J 7*f- 
^T$>, f'Ji^X N, N-iStmr-i) y^ N- tf-At'Ki) N- 

n' -v^yith^vyitTiymoismm^mmto^mizztfrT 

h 4- i/ * 7 ^©fegj T i/ ;[/ * * -> * 7 tf £ tl -S 0 
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flt-^ -hoSX«7i;S^U R 2 *(i7fc^^ &mts titer 

emstiizt ^^^riyjimxiti&mrji^rjm^u r\ r\ r\ 

R\ R\ R\ R\ R'\ R'\ AS^BIilrjEtl^b^^-r^o J 

itTrmmz-XT-mmw (b> tu^ an) % tu^g® co 

#EE&<fc-fr<fc£tt (D) tb (IS 2) , Xttfls^ft (A) {zr*?-m&% 

mzitt^ ruit^m co cd) (is 3) , &u 

T^<kfilE(r(tUT+7f-Ui?>aRtt+y ij ym&&WLLT<b&to (E) £l# 
3 (IS 4) o ^^T^n^-fiffam: <i:(Cj: <o (is 5) . X 

«gt < 14- h nH^jcL^ (IS 6 - 1 ) % gfa«Ci 0 ftj*#IW* d 
tciO (IS6-2) , Yfc^tt (F) ##6ft3 0 ::t\ (E) 09 
*>L 2 ho RCffk^Hl (F) (Do?>L 2 *ft~bvmxiir i 

jm-v&6i>(D{i, *mjut&mz<s£ti2> 0 <t&® (f) <do^l z ^< 

^Dy>STO§Mi:, HNR ,0 R ll ^SC&^it-5Z k <fc S -J&iC; 
(1) (Cfcl^TR 4 ^S-NR I0 R"T*^«^f^t) (G) imbtl (IS 
7) , J^»©ffc^«{:Tyft«*siE$**c t(r<fc*)-lRS; (1) KfcioT 

r 4 *<7y vm-e&z*m*mt&® (H) #f#£tt (is 8) s ttz<t&® 

(F) ©•5t>L 2 *^-hn^T$)^{t:^^ii7cf-5- t(Cckt) (IS 9 ) , £> 
Zmtlb&to (H) ^ii7C-r^Ct(rJ:0-^S; (1) K&t^TR 4 ifiTism 

"e$>&*ffli<t&® (I) tmztiZo 
(ISO 

c:oiS««««rFXlias<j:»»t, ffr&fc (A) ct/ihfixxfiH 
( (R 14 0) 3 CH) *SlC*li:TT^U;i«x^f-;UBt*ft (B) t-fSlgT' 
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wmb<, ztzzvmmt, <t&® ca) izMbxm^jm±, mz&i 

ffiCCti, ilHtO-l 6 0°C, L<li5 0~1 5 OOTfTfrtU Stc^li. 
(XH2) 

7U<t&® (o &mjzzit<£&to (D) tt%ELfcv$>z 0 

TiJi^m (C) Offflllt T^>J;|,»xxf;Hf««:.(A) K#LT, 
n^V-;m©T7U3-;US#^{ft»n^o ££j£fi> Aft 0 ~ 1 5 0 e C, # 

s u < 14 o - 1 o o °c -em^n, R^nmu as i o 53— 4 8 mmv&Zo 

(XS3) 

*»ltfe{r*j^Ttt, ±iexgi^t>xg2(wftx.r, fk^« (a) (in, n 

1 3 
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3*Tfc*tt (D) ^m<xm OSS) *I^4:t4^5, ffiicfe^ 
T T -tr * - ©SEEKffiffl $ ti * « t LX (i. *E£i::«#£.JM.tt (, > 
©tt£^-f;ft£ffi^TkJ:<, mftfaKte, ±$©Ig2T-Wfc&©t|iJfi|© 

1 0 0°CT1f;bft, SCEWli, 9#l 0 0— 4 8«fHI, ff* L< {i 1 - 1 0«r 
(IS 4) 

eloign fk^tt (D) ^SKfcSJStrfturf-^f-yy^aRji+y; >si 

£&f&Ut&® (E) '*#3fijfc-c&* 0 

; TR^fbf- h 'J -i; a % **ffc* ;V>7 A^©£HzkiHM& ; TkSffct- M 

; 7 yfk-f- HJ 7 -Wfc* "J ^l^mo^my ; h U x^T $ > N 

1, 8-S>T"!fh"S/?n [5. 4. 0] 7>xir> (DBU) $®Wtt&8ft<$ 

»fe>n* 0 -e©«5fflsii, rt^ft cd> «br^;^±, #o$ji~2^ 
^ni^-ftuM-e^. #R(s; h;ux>, +^u>h©3ot^ 

Wb&ftak*38; y^y-;k x^y-;k 7*n/V-;k 7*^y-;M£©T;u 

>ttffitt*a*<*»f&nso ii^o~2 o o°c, &*i<imu~~ 
1 8 o o cT'frt>ti. fcfcmrm, ii^5^- 2 4b$ht*So 

(IS 5) 

1 4 
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iESttit;^ ; mm, mm, £<t*xtm®im ■, $>zwtp - h;ux>x;i,* 

>Bfc IM^©W«3|0i?£T\ 7K, J?J-)l, ^*J-)l, 7uj*j-j\, 

«fWfcft*o 8 0°C, $?£b<l*gS~l 4 (TOT 

(E) OR 8 ^77^7 5;^ 7i/Jl/7;;»|©fi«7 5>/i-C*5| 
(M6- 1) SO' (IS6-2) 

±12 (Xg 5 ) lzttz.Tl>TFm&t6 (IS 6 - 1 ) SO' (Ig 6 - 2 ) (Id: 

-r^^^^^fk-^tKi, (E) 0-5*,R 24 ^ 

t KD+^SX«7;;itU:« (XS6- 1) . FJfSd^We^n 
§ * A t T, t iT 3 c £ (- J; 0 Saf & c <t g 

6 (Iff 6 - 2 ) o 
(IS 6- 1) 
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a&Sigr&So ttfc. <t&® (E) ©L 2 ^haltfe^Cli, Ztlfe 

^WIU^, ^fcSEl&li, ii3t0~l 0 OU ff*L<li£fi~-5 0°C 
Tlf frtt, KIEI*H{13»^- 7 2 ^ $? * L < I* 1 0 #~ 2 4 

scan (^i^>y;n) ci-^tit ±a»L^a7csa;©ffli^tttsfe*frT 

7tFD^7>, 1, 4 -> J ^^-9->H©X-x;Hi ; ?DD^f0A D y 

SlSSSli, a* 0-1 0 0U ^*b<«S~l 0 0°C-e*<9, £j£B#iaiti 

7 2« N $?*u<(i3~4 mm-e&Zo 

(IS6-2) 
(IS 7) 

coigfcU rts£& (F) OHL 2s ^AD^f>^t*§f^ai: 

1 6 
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-1, 13? ; - ;H07;l/a - ; f F 7 h Kn 7 7 1, A-'JUr^y^ 
ny>»j(|I;N, N -i^y ?A,M AT $ K> i?/- f\fc>U/**i/ K, 

1, [5. 4. 0] OVftXDBU) f©ff4Ti 

fi~l 6 OtCfcl^tlS, SlE^IBtt, gtf>~4 8I$IBU ff*U<ttl 0 
4B#fflT&* 0 ffc^HNR IO R ,I 0&fflfitefl;<£& (F) K*tUT** 
7I4^_L, #i:|^l-5^M«U^ R 1 #SOR 9tt ddTR 9 '!* 

(XS8) 

-®Xifi> fk#^ (F) ©9^L 28 ^/NDy>^T'fe^<b^(CTi?« 

(1) (Cfel^TR 4 *<T$> K2lT?*<5*5|BJ-fk^ (H) £ 

■K -20~100°CT\ 5^5ffitT9:t« U\> »5ftfcffc£tt 

So 
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(IS 9) 

7c5l£ir#U MiK- Fni^7; ySKg&f- §£j£-e£>& 0 

stcj*. (is 6 - i ) iz%\,^Tmftz£ote-mzm^nzijmiim%v 




(J) (K) 

r 3 s r 4 . r 5 , r 6 , r 7 % r 8 % ARtfBi*ffls.tmwm&frrzo ) 

*5Snj{b^ (K) tt*589i{t:£f& (J) i:^ay>ft^ft (R 9b 

-l 3 ) %B.mzitz>ztiz£*>xftt>tiZo zzv&mznzimtLTits 

ny Wfs^ftofcfSHB ; N, N- i? t*)\,*)\,UT l K, sJyfJUjuu***/ 

©^7* a h ; T-b h^- h 'J ^©^^SH&fcW'S C t^Tg 

-So Sl6fiKl4ji#^ffl~ l 0 OWfiT**, $S)S(ih iJxfAT; >, 
-f V^n AT ; X J* i/^ ; l, 8 - i>T1f h"S/^ o 

[5. 4. 0] ^xHzi/, «-M>'J^A, &m* , )*7^ 7KS^fb^h'Jt7A 
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mm<i&to (o oTfiircifc So mm, W097/ 

11068^OKT/JP97/01233^(:iemoj;-5 4\ »Noy>-7; 

(1) xttzomt, mmtbx, mm, mmm 
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mmojmtbxits muj/munma^ mum, mm®, mm 
m*mft>nz 0 M^m?m^ mm. mmx^t-t^j^omtbxu, ? 

mm, Mz-immk mmm, $utm, frmmzm£tzztftx%z 0 

mmmzmx u kz^imommmt^mmmzmmmmmmBim® 
mmxmmmzmAtz ztiz^v^ mmtz z twxz s 0 

mm<mRvmmmmmzztfrx£z> 0 
mu®$®tz.&®m%>m\tLx{u *zr*m, mm, %m, mi, mmm 
m*mf<bft&o z.(Dm&mi<zmmizwiLxte, ^,mt^%^pti< 
m^mn^mm, wmtxtn-^ m%, x^^mtmm-tZo zvmm 
itttzm^(Dmmmzis^x^mmmm^ mizmvmmm, m^txf- 
ri)ym^y*is^m(D®Rm$:®i&-f?>z.tf)<x&z 0 ti-r^jim, m\%. 
vnmom&izi^ ^zmmmm^xhx^o mmRvti&uz&mmmimz 

m^.\m^tsumm^w^m\, mm, mmm, ^a^m x>j+->- 
A<Mm<mft>ti%o frfrtt%mmuzm*-x, m^mzimmm^m 
mm, mmm, &mzm, m#&vwtmm4t+zzbfrX'%Zo 
mmm®tz#><D®Mzi^ &$L<te*m<t&mzmx.xw&m, m*. 

^mcD^mmr B m^<Di&(Dmmiz^^x^^ti^\ -mz^Ax—s 

%*)mo. 1- 1 0 0 0 rag/kg, o . 5-100 mg/kgrtWifc U \> £ tz, 

2 0 
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^ ;i/^f^ffl, #«h i v ct YfmT-£Uhx> m&trrzz.tim# 

mmm 

##091 

4-T$y-2, 5 ->J7)\,-tu- 3-^f^ISiSyf;bxxf^7. 5 
g (I h 'J 7 Dft» 5 0 mt Wm 5 0 #[fl*^|t h ij ^7 A • EMM 

2 6.6 g^-finx.. 6 o t ci'2 4WLfc 0 TO*+©*#»*ai*u tt 
®m&m±r%£; u 6 . i g zm&mimi t lt#/c 0 

•H-NMRCCDCij) 5 : 
2.34(d.J=3Hz.3H), 3.98(s.3H). 7. 68(dd, J=6Hz. J=9Hz. lH) 

mmm 2 

2, 5 - ^ 7 Ato - 3 - y f A- 4 - - ^ D$,||l/f iUXf ^ 9. I 

2 1 
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'H-NMR(CDCi 3 ) 6 : 
2.37(d.J=3Hz,3H), 7.750n.lH) 

2, 5-^7;l'tD-3-^1 L ;l'-4--ho^>V-Y;Hti?xf-;t,x^f-;b 
v?'*i/7A 7 3 3mg, x^y-;l/3mgSOTM^5lO. 1^5177^ 

a 7 5 7 2 0 mm^^-o < 0 t?j£T U 8 0 VV 4 B#p B 1^ L/c e MKR L 
fcffc -4 O'az&tflbtzo 2, 5-i?7;l/tD-3-^;l/-4--hnf,i 
§$?6. 1 g©£fb^U7 1 0^^{^fk^+^U;U2. 5«CfN, N- 
i?yf;^;^7; K3nS»x./i 0 MT2B$HlflI#L*:&. ^fflE^ttET® 

T. 3fe0SlT«ttt(w-4 O*C-ev0o<Gfc»TLfc o STfifcTgL Sfil^lL- 
Bftjf # Uc Q ^i^iET®*lfc^ 5 ^Jra^TpH 2 ffig t U 

^ao^ATfftmU *tt£«BETS*Lfc 0 SKtC*2 0«p- b^x 
>XJl*yM~7k®®2 5 Omg£JlDx., 5. 5^P H W^L^ 0 SSdMU/c 

ft. »«*«ETS*byi:o i^^'j*W7A^D7Fr77>/ - cmm, 

m ; ^x^;l/ : M^7 = 1 : 7) KtfU ^Efb^6. 0 g^«» 

mtm 1 

1 - (5 - t e r t -7'b*'ytiJl#-)lT i J - 2. 4-^7^o7x^ 
;t/) - 6 - 7;1/^-p- 8 7-x hn - 4 -*+V - 1 , 

+ 7 'J > - 3 -*;l/t'>Hxf^xxfW^ : 

2, 5 -^7;b^a- 3 -y^^- 4 -r.Fa^>7VMtiif^iXrA 

6 . 0 g 13.7 g&o* ^ h « h >j x^;l- 5 . 1 g zmn, 3 b# 

2 2 
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*iPx.T*^Ufc 0 M©3#© 1 ©ii:x^;-yn Omg^iD/U N- 
t e r t -7* is fulfil- 2, 4-^7Wo-m-7x^l/>-?7i > 

i . 7g©i^-;no mg^^-^T u 3 o ^Bii^ Uz 0 mmzm 
i±t^* u ire,®** i . 8 g£#fc„ n<bntzit^m 1 . 8 g y * a 

9 0 Omg£N, N-^^mM7; Kl 0 afl&jftKjfl;?., 5 (TCCO. 5 B# 

jru *Efk-&«7 6 ommnmMtbxmzo 

MA : 198-199 °C 
'H-NMR(CDCi 3 ) 6 : 

1.41(t,J=7Hz.3H), 1.52(s.9H). 1.85(s.3H). 4. 41 (q, J=7Hz, 2H). 

6.84(brs, 1H), 7. 13(t. J=10Hz, 1H), 8.39(m,3H) 

mmm 2 

1 - (6 - t e r t -y'f-JVT i J - Z, 5-77Wof'J i?>- 2-^ 
-6-77U^-o-8-yf-^-7--ha-4-^-+V- 1, 

2, 5-^7;t/^n-3-^f-^-4--h aO^«xf;Hxf;l 
6. 0^(CJt*IHIl 3. 7gSO'^;Uh«hUxf-^5. 1 g£SDx.. 3B# 

ZtoZ-X^ffiLtco m.m.OZM 1 ©Mtcx^y-;H Omg^Ja^ 2-T$y 
-6-ter t-7'W;y-3, 5-tr»J5>>l. 4g©x^y-;no^ 
8«£*TU 2 OftmmWbtzo »«*«ETff*U 

fc„ »£ftfcfb£ttt«»*U £A9 7 Omg£N, N-y^f;^;LA7; 
Kl 0«l»ttJCjD>U 7 0°CT3 ^HSftlfc, St&?g(rl«x^;i/«X., 7K 

2 3 
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1 : 4) KtfU ^Eft^2 6 Omg«^fe»tLTf#/c 0 
ML^ : 194-197 °C 
■H-NMR(CDCi 3 ) 6 : 

1.41(m.l2H), 1.86CS.3H), 4. 41(q, J=7Hz, 2H). 4.78(brs, 1H). 

7.26(t.J=9Hz,lH). 8.28(d,J=9Hz,lH), 8.59(s.lH) 

mmm 3 

7 -Ky^jiT ij - 1 - (5-tert -7 h*ft> Jl#-JlT i J - 2, 
4-^7Ud7x^) -8-ynn-6-7Mn-4-t+7-l, 4- 
-^h Fn4V 'J 7- 3 -*;Wv|xf;H7f^0^ : 

N-yf-;Ut s n.ji>>8 0 OmgiN, N-^yf^^AAT $ K2 0^©ig$ 
tr N ^>-^7; 77 5 Omg&tM- (5-ter t -7* h + ->*;Ufc^T ^ 
>-2. 4-77Wo7x^) -8-?dd-6, 7 -V>jfr*a- i-t 
+ 7-1, 4 —7k Ko + y >j >-3-*^sK>axf-;Ux^7-^4 2 0 0mg£ 
bUZ-, 8 O'CT-BAWU/co SflfcliUfcffc ftftxfTH 0 O^JD^ 7k 
1 0 0^'3®^L/c o S«l*|*S»7ni/H,A^ 

A) dtfU ffiSfk^3 2 0 OmgZT*Jly T zt UT#fc 0 
'H-NMR^CDCi 3 ) 6 : 

1.39(t,J=7Hz,3H), 1.51(s,9H), 4. 37(q. J=7Hz. 2H). 4.69(s,2H). 

4.88(brs,lH), 7.02(t. J-lOHz, 1H). 7.30(m.5H). 8. ll(d. J=14Hz. 1H). 

8.24(s.lH). 8. 260m 110 

mmm 4 

7 -T 9 J K- 1 - (5-tert -7* h+i/^A^x^r * y- 2, 4 -i>7 
;l/^-n7xx;t/) -8-^nn-6-7;l/tD-4-t+7-l, 4-7tF*D 
+ 7 'J 7- 3 -*^>ixf;l/x^r*©^|j( : 
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1 - (5-ter t -7'h*7#;t/fc;[,7~ y-2, 4-^7Wd7x^ 
;lO-8-?cm-6, 7 -77;k*o- 4 -**7- 1 , 4-^tKn*;'J 
>-3-*;l/#>®xf^f;H 5 4 5mg£T7ftT-h 'j7A2 3 Omg£N, 
N - 7 /*j\,M&t 5 K 2 0 aflcfiD*, 6 0 'CT'-Bfciltf Uc„ MKM Lfc 
IHix^i o 0«f£liiI;Ucl 0 0^3 0^1/;, WfiW^TKiKHv 
7*77Arf£;m 8«#«EETS*U SGEftettl 2 8 Omg*T*;l/7 7 

'H-NMR(CDCi 3 ) (5 : 
1.39(t, J=7Hz,3H), 1.51(s.9H). 4. 38 (q. J=7Hz. 2H). 6.80(s.lH). 
7.04(t.J=9Hz,lH). 8.28(m,2H), 8. 30(d, J=13Hz, 1H) 

mmm 5 

7 -T7 K— 8 -7*0^6— 1 - (5-ter t - 7'h + ^^f^7; 7- 
2, 4-^7Wa7x^) -6-7^ta-4-t+7-J, 4-7tKo 
+ 7 'J 7- 3 -*^^7i?x^;t,x^x;UO^ : 

8 -7'o^e- 1 - (5 - t e r t -7h*i/1Jfrtf—J\,7 i J - 2, 4-77 
Ato7x-A) -6, 7-^7;i/tD-4-t+7 - 1, 4-7tKn4V'J 
>-3-^;^>iif^xxf;H 0 0 OmgtT7<kf- h 'J 7 A 1 8 Omg£N, 
N-^yf;^M7; K2 Olefin*., 6 OtlT-HftaEffUfco |[fii:Slfc 
ft, ftpif-;H 0 O^Jd^h tK 1 0 0^T-3IH»Lfco ftttli 
vni/^At^ii, ^**SEETS*U «Efl:£tt4 2 8mg*T^7y 

'H-NMR(CDCi 3 ) 6 : 
1.39(t,J=7Hz.3H). 1.5KS.9H). 4. 38(q. J=7Hz, 2H). 6.82(s.lH). 
7.04(t.J=10Hz.lH). 8.260n. 1H). 8. 29(d. J=llHz. 1H), 8.36(s, 1H) 

nmms 

7-7; 7 - I - (5-tert-7*h + i/* ;t/#— ;l/T $ 7 - 2 , 4-77 

2 5 
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)ljrn7±—)l) - 6 -74^o- 8 ;U- 4 -:t*7- 1 , 4-7tKo 
+y »J > - 3 -^;l/^>^x^;Uxxf-;KD^ : 

1 - (5-ter \-7Y*i/iJto$—to'r*J-2, 4-774^o7xx 
)l) -6-7;l/^-a-8-y^;U-7--ho-4-^-+7 - 1, 4-7hKa 
+ 7 U 7- 3 -*;M?>«xf7Ux*f 4/2 0 0ng(rft®5^&tfifct& 1 8 Omg 
«-Jm^> 8 0°CT'2 0#«Uc o £«*©M$£-t?7^ hT-^iLfc^ & 

Ifcxf/U : ^+-9-7= 1:4) KftU MR<t4® 1 7 0 mg£^» t Ua#fc 0 
'H-NMR(CDC£ 3 ) 5 : 

1.41 (t. J=7Hz.3H). 1.51(s.9H). 1.69(s.3H). 4. 20(brs, 2H). 

4.41(q.J=7Hz.2H). 6.78(brs,lH). 7. 09(t, J=9Hz, 1H). 

8.08(d,J=10Hz, 1H). 8.24(m. 1H), 8.29(s.lH) 

mmm i 

7-TiJ-l - (6-ter t -7^4/7 * J - 3, 5 - 77;U^n fcfy 7 
7-2--T40 - 6-7^o-8-yf-;U-4-^-+7- 1, 4-7tKo + 
yj 7 - 3 -*;H>|if^xxf^®M : 

1 - (6-tert-7'f;l7;;-3, 5 - 77 a f >J -7 7 - 2 - 
-<4/) - 6 -7Jl*a- 8 7 --ha- 4 -*+V- 1 , 4-7tK 

a^y >J.7- 3 -*;t/^7fc5 L ;UxXx^2 0 OigCKI 5«IRC«R» 1 8 0 
mg^fiD^ 8 0 o CT 2 OftMWUzo Etim*<Dim&*7j h~Cte£Ltz'&, 
»SSE*«ET«* Lfco 7'J # 7^707^77^ - ; 
H»x*7U : ^+-9-7= 1:4) KtfU fiEft£^ 1 9 Omg*tttttt£LTft 

7-T^y-l - (5-ter t -7* h + *7*;UsK-^T ^ J - 2, 4-77 
Wd7i-A) - 8-^00-6-7^0-4-^7-1, 4-7bKn 

2 6 
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l-<y*J)\,Tij- \ - (5-ter t -zf )\s#-)l7 i J - 2, 

4-^7Wd7x-;0 - 8 6 -?;M-d- 4 -;i-+y- 1, 4- 
i>h Kn + y U >- 3 -t}Jlrn>m^Jl^^9-Jl3. 2 1, 2-^?o 

dx^>4 O^dzgfrL/Co C©^(I2 0%7jc®tfb^S^A3 0 QmgOmm 

mmmi o^s-jn^ 7jc^#HmT6 o°ct— mmwbtz 0 ^^z2o%?m<t 

;<?WA 1 0 0mg®I1#fjM4^£lHl;c N -Bfc[5jbSirc*i#Uco Mir 

'H-NMR(CDCi 3 ) 5 : 
1.39(t, J=7Hz,3H). 1.51(s.9H). 4. 38(q. J=7Hz, 2H). 4.72(s.2H), 
6.80(s,lH), 7.04(t.J=9Hz,lH). 8. 15(d, J=llHz, 1H), 8.25(s,lH), 
8. 30(m. 1H) 

IMS 

7 -TlJ-l - (5-tert --fh^i/ftJltf-frT iJ-2, 4—77 
Wd7x-^) - 8-7an-6-7ibtn-4-t + V-l, 4-7tKa 

3V U 7 - 3 -*;i/t;>Sxf;nxf/WM : 

7 -TS?K- 1 - (5-tert -7* )l#-)\>'7 U-2, 4-77 

AtD7iiA) - 8-7nn-6-7il/ta-4-t^V-l, 4-7tF'D 
^7 'J 7- 3-*;l/!K>ixf;l/xxf;H. 0 g£/?J-JH 5 jrf ICjgfr L 

fifc.& : 143-150 °C 

2 7 
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l H-NMR(CDCi a) 6 : 

1.39(t. J=7Hz.3H). 1.51(s,9H). 4. 38(q. J=7Hz. 2H), 4.72(s,2H), 

6.80(s.lH). 7.04(t J=9Hz,lH), 8.15(d.J=llHz,lH). 8.25(s.lH), 
8. 30Cm. 1H) 

mmm 1 o 

7-T~ y-8-7*n*- 1 - (5-ter t -7 Y*i/t )IH-)17 i J - 
2, A-yyJltay^^jD-Q-yji-ta-A-t^'J-l, 4-^tKn 

7-T^K- 8 l - (5 - t e r t -7* V*y*i)ltf-)17 I J - 

2, 4 -VyJl*v7±-;l) - 6 -7;U^n- 4 -**7- 1 , 
4V 'J 7- 3 -*;^f>ixf^fil/6 5 Omg£y^y-;l>2 O^Cl&frL 
/•Co CO^{C2 0%7k®tftx^^A 1 0 0 mg©I^M?g 3 mSZKU^ 7m 

T@*L7C 0 a^^'J^W^^A^OV hr^7^~ (»HJ«E; 

A) irttU HififfciM^ 4 2 3mg££?f&T*;U7TXtL-a#7Co 

'H-NMR(CDCi 3) d : 
1.39(t,J=7Hz,3H). 1.51(s,9H), 4. 38(q. J=7Hz. 2H), 4.89(s,2H), 
6.80(s,lH), 7.05(t.J=9Hz, 1H), 8. 19(d. J=llHz. 1H), 8.28(s.lH) 

UMifll J_ 1 

7-TiJ-l- (5-T^y-2, 4 --^77U^n7i-;t/) - 8-yon 
- 6 -7;l/^-n- 4-^+7- 1, 4--7bKn^y 'J 7- 3 - T^t/tf^CD-g- 
7 — T $ y — 1 - (5-tert -7* h + -7^;l/^'r.^T $ y - 2, 4 --77 
/l/to7x- ;!/) - 8 no- 6 -Dltu- 4 -^"+7- 1 , 

mmzmmu i o o°ct-2 mh^u^ gficmuA »«e™* 



2 8 
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: >270°C (#8?) 
■H-NMR(d 6 -DMS0) 6 : 
7.00(m.3H). 7.39(t.J=10Hz.lH). 7. 96(d, J=llHz, 1H). 8. 46Cs. 1H) 

mm 1 2 

7-TU-l- (5-T5J-2, 4--^7;l/to7x^) -6-7;b^ 
n- 8 -3f-+7- 1, 4 -7h Kn*7 'J 7- 3 

7-T^y-l - (5-ter t -7* h*is% J\/tf—Jl>T I J - 2, 4 -^7 
- 6-7;l/^"D- 8 -/f-A,- 4 1 , 
4V 'J 7- 3 -i7/bt^ixf^iXf;H 7 0mg^j*fi»2j^*fiax., 5Bf^ 
ftHMfifcbfco ifiCllfc^ 7jc2^jpx./c 0 tfffiLfcBtt£flPRLfc8U 

N£ : >276°C (#fl?) 
'H-NMRCd'-DMSO) 6 : 

1.65(s,3H). 6.49(brs,2H), 6. 970, J=9Hz. 1H). 7.44(t. J-lOHz. 1H). 

7.84(d.J=llHz, 1H), 8.45(s.lH) 

mmm 1 3 

7-TiJ-l - (Q-TiJ-3, 5 --77;^Dt 0 'J 77- 2 -- OlO -6 
-77^n- 8-y^;l/-4 -**7- 1, 4-7h Ka*y 'J 7- 3-*-M?> 

7 -7;;- 1 - (6-tert -y^JlTiJ - 3, 5 - i>7J\,*u £ 'J -7 
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>-2--OI0 - 6 -yjl-ta- 8 4 —** S J- l, 

H.& : >280°C 
'H-NMR(d 6 -DMSO) 5 : 

l.63(s.3H). 6. 53(brs, 2H). 6. 87(brs, 2H), 7. 83(d. J=llHz, lH), 

7. 99(t. J=9Hz. lH). 8. 67(s. lH) 

mt&m 1 4 

l- (5-T^y-2, 4 -^7AtD7xz;l/) - 8 -?cm- 6 -7;l>* 
D-7-yf-;t/T = y-4-^-+y - i, 4 --7 b Ko+y >J>-3-#;M?> 

4 0%>f;l/7; 0 Omgil- (5-7U-2, 4-^7^*0 

7x^1) - 8-7DD-6, 7 -^7^0- 4 -*+7- 1 , 4-7hKo 

+y u >- 3 - ti mym 1 0 0 mg£e ^ > 2 ^kso/U sat? 2 wmmw u 

16* : 170-173 °C 
'H-NMR(d 6 -DMS0) 6 : 

3.13(m.3H). 5.45(s.2H). 6.66(s.lH). 6. 97(dd, J=8Hz, J=9Hz. 1H), 

7. 38(t, J=10Hz, 1H). 7. 96(d, J=14Hz, 1H). 8. 45(s. 1H) 

nmm 1 5 

1- (5-T5y-2, 4-^7;l/to7x^b) - 8 -7'n^- 6 -yjlt 
D-7-^f;b7;;-4-t+y-i, 'J 7- 3 

: 
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4 >?mmi 5 Omgi 1 - (5-75 J -2, 4-i??)l,*a 

* y U > - 3 - ti btfyw. 1 5 0 mg£ h° 'J ^ > 3 ?^(:Ja^ % gjgT 2 Mfllft L 

Hi* : 181-185 °C 
1 H-NMR(d 6 -DMSO) 6 : 

3.21(m.3H). 5.49(s.2H). 6.50(m.2H), 6.90(m.lH). 7.38(m. 1H), 

7. 99(d, J=15Hz, 1H), 8. 45(s. 1H) 

mmmi 6 

1- (5-7$y-2, 4-^7Wd7x-A) - 6 -yjvta- 8 - y f- 
Jl- 7 -t=f-)lTl J - 4 -tZ-'J- 1 , 4 - y t Kn + y U >- 3 

1 - (5 -T 5 y - 2, 4-^7^tn7i-;l') -6, 7 - ^7;U*n - 8 
-y^-4-*+V- 1, 4— 7t Ka + y ij >-3-#;l^>in 0 Oragfl 

t° f J y 2 o o mg, 4 o % y tjit i >?mm 2 5 0 w&toz., 1 0 °c-e-Hfc-fj|] 

«^ t/c 0 ms-^eet^u Hiticx^ j -ji27dRmm 1 t&£Jjdx.t 

ii#L/c^ tif&Ltzm&£WMLtz 0 x^y-;^y^x^;ux-x;l/THg^ 

u .tueft^ 5 1 w%m%&wj£ t Lxm^o 

N.& : 225-228 °C 

'H-NMR(d s -DMSO) <5 : 
1.86(s.3H). 3.02(m.3H), 5. 49(brs, 2H), 6.09(brs, 1H), 
6. 95(t. J=9Hz. 1H), 7.44(t.J=llHz.lH). 7. 83(d. J=14Hz, 1H). 8.47(s,lH) 

mmm 1 1 

1- (5-7;;-2, 4-^7Wn7x-;W - 6 - 7)liru - 7 - y f- 
y - 8 -xha- 4 -*^7- 1, 4 -^t Ka^y >J >- 3-#;L*'> 

3 i 
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1 - ( 5 -T ^ y - 2, 4-^7^tD7x-;l/) -6, 7-^7^tD-8 
- l, 4-$>t Kn*> 'J >- 3-#;t^>®?2 0 OragS 

/"Co 

Rt£ : 270-274 °C (#8?) 
'H-NMR(d 6 -DMS0) 5 : 

2.33(s.3H), 2.97(m,3H). 5.36(s.2H). 6. 74(t. J=9Hz, 1H). 

7.31(t. J=llHz,lH), 7.95(d.J=14Hz,lH), 8.06(s. 1H) 

mmm 1 8 

1- (5-T$y-2, 4-77WD7xz;b) - 6-7il/to-5->f 
7-yfA7;;-4-t+V-l, 4 -y t Ka^y 'J >- 3 

l-(5-TSy-2, 4-^7;^o7x-;t/) -6, 7--77;btD-5 
-y^A- 4 -**V- 1, 4 t Ko+y 'J >- 3 -*^>»2 0 Omg& 
4 0 % y f- A-T S >7jc»R 2 1 0 mg£ f >J > 1 «f KJnx^ 6 0 °CT— gfejM 

U x^;-^[fiJxfAx- rATllIft»Uc 0 fiKfb&tl 1 1 5mg« 

I** : >270°C 
'H-NMR(d 6 -DMS0) 5 : 

2.59(s.3H). 2.76(s.SH). 5.53(s,2H). 5. 81(d. J=8Hz. 1H). 7.01(m.lH). 

7. 12(brs. 1H), 7. 50(t. J=10Hz. 1H). 8.54(s.lH) 

mmmi 9 

3 2 
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1- (5-7;;-2-?DD-4-7WD7x-il) - 8 - fan- 6 - 

7;M-n- 7 -*?j\,t = y - 4 -^-*v- l, Kn^y u >- 3 -ft 

4 0%^f^7~>«l 0 Omgt 1 - (5-7;y-2-^no-4-7 
il/tD7x-;l/) - 8- ?dd-6, 7-i^7^^n-4 1, 

t kq + y >j > - 3 - # ;u *' ym 1 0 0 mg£ e >j ^ > 2 ^c: in*., sfi-c 2 mm 

WM<t&®} 4 6 mg^SHESSTfeiBJI fc LTf#/c 0 

: 273°C 
'H-NMR(d 6 -DMS0)(5 : 

3.16GB.3H). 5.79Cs.2H). 6. 67(brs. 1H), 7.02(d. J=9Hz. 1H). 

7. 48(d. J=l 1Hz, 1H), 7. 97(d. J=14Hz, 1H). 8. 36(s. 1H) 

$mm 2 0 

1- ( 5 - 7 • / - 2 - 7"nt - 4 - 7iltD7 x^;l/) -8-?no-6- 

?;M-n- 7-y-^;ur= J - a -**y- 1, 4 -S?k Kn*y u >- 3 

4 0%J?-JlTi yim&Q Omgfc 1 - (5-7;;-2-7"Dt-4-7A 
tn7x-^) - 8-?od-6, 7-^7;l'to-4-t*V-l 1 4-i^h 

Ka+yyj >- 3 -tuitfymt omg^fj z» 2mHz.mz.* smvzimwfr 

Mj& : >280°C 
'H-NMR(d s -DMS0)(5 : 

3. 46(111, 3H), 6.14(s.2H), 6. 99(brs. 1H), 7. 37(d. J=8Hz, 1H), 

7. 89(d. J=l 1Hz. 1H), 8. 30(d. J=14Hz, 1H), 8. 65(s, IH) 

mmm 2 1 

3 3 
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1- (5-7;7-4-7;t/tn- 2-/fA7x^;l/) - 8 - ?dd-6 - 
yjl-ta-7 -/?;iTiJ - 4 I, 4 -S^b Kn + y 'J > - 3 - # 

4 0 Omgt 1 - (5-T = y-4-7;^D-2- 

- 8-?na-6, 7 - S^/l^n - 4 -^+7 - 1 , 4-i? 
t Ko*y ij y- 3-#;l/tf>®n 0 0 mg£ t° U ^ > 2 7^(cfi[j;t. Mr2^HI 

: 239°C 
'H-NMR(d e -DMSO) 6 : 
1.84(s.3H). 3. 13(m.3H), 5.37(s.2H). 6.60(m.lH). 6.79(m. 1H), 
7. 08(d, J=13Hz, 1H). 7. 97(d, J=14Hz. 1H), 8. 28(s, 1H) 

mmm 2 2 

8-?on-6-7ibtn-l - (2, 4-^7;btD-5-^WU7 
x^;t,) - 7-yWi;-4-t+V-l, 4 -v?t Kn + y u y- 3 -* 

;utf>$y f-tiy i 

8 _/ 7DD _ 6i 7-^7^0- i- ( 2) 4 -^7;l^n- 5 -/=f-)\,7 

^ y T*-^) - 4 -*+y- 1 , 4-^kKD + ; | J>-3-*;i/#>i 

2 0 0 mgSO' 4 0 % y f-;UT ^ >7]c^ 2 2 0 mg£ 6 0 0 mg© t? U i> XCflQ/L 

smmmuvmwuzo MErmmz^uz^ gifci^x^y-^fin 
&xm&m&L, mmt&<®)9 2mg%mmi* ti,xmz 0 

: 255-258°C 
] H-NMR(d 6 -DMS0)5 : 
2.67(d.J=5Hz,3H), 3.09(m,3H). 5.86(m.lH), 6. 34(brs, 1H), 



WO 98/23592 



PCT/JP97/04326 



6.91(t.J=8Hz.lH). 7.37(t.J=llHz.lH). 7. 89(d, J=14Hz. 1H). 
8. 23(s. 1H) 

mmm 2 3 

8-^DD-6-7^tD-l - (2, 4-^7Mo-3-yW;;7 
X -;U) - 7-J^)lTi J- 4 1, 4-i?h Fn + y ij>-3-^ 

8-?oo-6, 7 - ^7^n - 1 - ( 2, 4 - y^Ato - 3 - J TUT 
iyy^-jl) -4_^ 7 - lf 4 _ yt Kn + y ij >- 3 -tj)i^ym 
1 2 OragSO'4 0%/?A,Yi 1 2 0mg£5 0 OmgOfiJ ^XCjjnx., 

ife* : 245-248°C 
'H-NMR(d 6 -DMS0)5 : 

2.92(t.J=2Hz,3H), 3. 13(dd. J=5Hz, J=8Hz. 3H), 5. 660b. 110. 

6. 63(brs, 1H). 6.95(m.lH). 7. 12(t, J=10Hz, 1H), 7. 96(d. J=14Hz, 1H). 

8. 47(s, 1H) 

2 4 

7-.(2-7i;i^) T^y-i- (5_ T ;y_ 2 , 4-^7^07 
ju—JI) - 8-^DD-6-7;l/tn-4-t+7-l, 4-i?tFa+;ij> 
- 3 -*;U.i?>tt©^jR : 

1 - (5 -T $ y - 2, 4-^7;bto7x^) - 8-7DU-6, 7-2> 
yjlto-A -***J- 1, 4-s?k Ko+y y >- 3 1 0 Omg, 
x^U>^T^ > 1 6mg&tfh»Jx^;uy * >7 0mg£T-fc h 'J Jl SmHzIn 
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life* : 204-21 0°C (#8?) 
'H-NMR(d 6 -DMS0)£ : 

2.80(brs.2H). 3. 53(brs, 2H), 5.44(s,2H), 6. 96(t, J=9Hz. 1H). 

7. 37(t. J=10Hz, 1H), 7. 96(d. J=13Hz, 1H), 8. 43(s, 1H) 

mmm2 5 

1- - 2. 4-i?7;l/to7x-;b) - 8 -?nn- 7 -*>? D 

:/nb°;UT^/-6-7/M-o-4-**V- 1, 4-S>fc Ka^V'J 7-3- 

i/^n^ntVUT^ >5 Omgirl - (5-7iy-2, 4-^tD7x- 
- 8 -?on- 6, 7-^7;l/^D-4-^^-V- 1, 4--7bKn4VV 
7- 3 7$ 1 5 Omg£N, N-^yW;^7; K2»rf^Jn^ 6 0 

N£ : 141-143°C 

'H-NMR(d 8 -DMS0)5 : 
0.97(m,2H), 1.05(m,2H). 3.35(nUH), 5.77(s.2H), 7.01(s,lH), 
7. 29(dd, J=8Hz. J=9Hz, 1H). 7. 71(t. J=10Hz. 1H). 8. 34(d. J=13Hz. 1H), 
8.81(s. 1H) 

HJfi^J 2 6 

1- (5-TU -2, 4-i>7^tD7x^) - 8 - 7 □ a - 7 - 7/ f- 
UTIJ- 6 -7;l^n- 4 -**7- 1, 4-^t Kn4V 7- 3 

1 - ( 5 -T = 7 - 2, 4 --77;i/tD7x^;l/) - 8 -7dd- 6, 7-7 
7;l/*o- 4 -**7- 1, 4 -i>t Ku4V U 7- 3 -;fr;M?7gn 0 Omg. 
-7^ ^;l/T $ 7tM|£is9 4mgS:0'h >Jx^;|/T ~ 7 1 4 Omg^T-b h ') ;l 

3 6 
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j -JiRvmmkZto^Tnvmmmffibtzo muz*?; -Jizmzr 

: 228-235°C 
'H-NMR(d 8 -DMS0) d : 
2.93(s.3H). 2.94(s.3H), 7.09(m.lH). 7. 43(t. J=10Hz, 1H). 
8. 04(d. J=12Hz, 1H), 8. 59(s, 1H) 

mmm 2 7 

1- (5-T$y-2, 4 -i?7^tn7x- ;U) - 6 - 7;M"a - 7 - 7 f- 
^T5>/-4-*+V-l > 4-^tKo-l, 8-f-7f-'JS»-3-**# 

4 0%y^;UT^>7K^l 5 Omgir 1 - (5-7$ y-2,. 4--77;U*a 
7x-;U) - 7-^nn-6-7Wa-4-t+7-l, 4-^tKn-l. 
8-^7f-»J-7>-3-^;U^7^1 5 0mg^f'J-7>2m^tn^ SfiT2^ 

: >270'C 
'H-NMRC^-DMSO) 5 : 
2. 67(d. J=4Hz. 3H), 5. 37(s, 2H), 6. 98(t, J=8Hz, 1H). 
7. 37Ct. J-lOHz. 1H>. 7.99(d.J=llHz.lH). 8. 36(brs. 1H), 8.68(s.lH) 

mm 2 8 

1 - (6-7*7-3, 5-'77;l/^nf'J> ? >-2-^^) - 8-?nn- 
6-7WD-7 - t*f-)lTU - A-***J- \, 4-'7fc Kn4V 'J >- 3 

1- (6-7^7-3. 5-^7;l/^nh°'J-7>-2->r;i/) - 8- Jna- 
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6, 7-^7^0-4-^7-1, 4-2>t Kd^V'J >- 3 >K 
2 0 0mg. 4 0%yf-;UT^ >7jcjg&2 2 0mg£8 2 Omg©t 4 'J i^xrfiU/L 2 

)tt.& : 251-253°C 
'H-NMR(d e -DMS0)<5 : 

3. ISCdd. J=5Hz. J=8Hz. 3H). 6.71(brs, 1H), 6.77(brs,2H). 

7. 94(d, J=14Hz. 1H). 7. 96(t, J=9Hz. 1H). 8. 70(s. 1H) 

mmm 2 9 

i-(6-T^y-3, 5 -^7;btDh''j 2 --r;u) - 6, 8 
;M-n- 7-^^;UT$y-4-^*V- 1, A-'Jt Fo + y 'J>- 3-*;u 

1- (6-TU-3, 5-^^tDt'Ji?y-2-f;W -6, 7, 8- 
h 'J 7;l/*a- 4 -**7- 1, 4 -^t Ko + y 'J 7- 3 - 7Wt/tf>®? 6 Omg 
SUM 0%/^;UT^ 77&g$ 1 1 Omg£l 1 6 OmgOf'J ^>CllO^ 1 6B# 

5 8 .W&M&tittt LTf#7t 0 
MMC : 270-273°C 
'H-NMRCd^DMSO) 6 : 

2.98(brd.J=4Hz.3H). 6.76(brs, 1H), 6.80(brs,2H), 6.95(m.lH), 

7.80(d,J=13Hz.lH), 8.01(t. J=10Hz. 1H). 8.76(s. 1H) 

mmm 3 0 

1- (6-T^y-3, 5-it7)l*at°')>Jy-2--( Jl) 
6 -7Jl*a- 7 -*1-)IT XJ - 4 -**7- l , 4 —7h Kn^V U >- 3 

3 8 
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I - (6-T^y-3, 5-^WDt'^>-2-^^) -8-7'D^e- 
6, 7 -ityjlta- 4 -*+7- 1, 4 - S^h Kn + y >; >- 3 -#;l„+'>^ 
2 0 0 mgSO' 4 0%/ ^;UT ^ >7K» 2 3 0 mg£ 6 2 0 mg© h° 'J xrjp^ 

*fta«£fltwu i^y-w^v^oh^i-f ;t/-eiti&&#- u aiEfb 

16.6 : 205-208°C 
l H-NMR(d 8 -DMSO)d : 

3. 14(dd. J=5Hz, J=8Hz, 3H), 6. 51 On. 1H), 6. 77(brs. 2H), 7. 94(t. J=9Hz. 1H), 

7. 97(d. J=14Hz, 1H). 8. 69(s. 1H) 

mm 3 1 

5 -T5 y- 1 - (6-T^y-3, 5-^7^tah*'j^>-2--f^) - 
8 -?na- 6 -7;U*o- 7-yf;b7i; - 4 -*+V- 1, 4 -i?h Fd 
4V 'J >- 3 ~*;l/^>»©^flS : 

5-7;7-l - (6-TS/-3, l-i>7)l1rn\±\) t Jy-2-<< fr) - 
8-?oo-6, 7-^7;^o-4-**V- 1, 4 - -7 1 Kn + y 'J >- 3 
2 3ragW4 0%^f-;l/T$ >*»ft6 0mg£2 4 Omg©b° 'J i>> 
ICM^ _ 2 0 ^fliflt»W; 0 SETil^i U gSgEK 0 . 5 ^©x * 

U 6 mg^Hfe^^ t LT#fc 0 

It* : 250-253°C (#8?) 
'H-NMR(d 8 -DMS0)<5 : 

3. 09(dd, J=5Hz, J=8Hz,3H). 6.26(m.lH), 6.72(brs.2H). 7. 57(brs, 1H). 

7.90(t.J=10Hz.lH). 8.47(s. 1H) 

mmm 3 2 

3 9 
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1- (6-7;y-3-7^Dt'iJ^>-2-{^) -8-^nn-6-7 
Jl*a-7 - J^JlTiJ - 4-3J-+7- 1. 4-S>h Kn*y U>-3-*^ 

: 

1- (6-7;;-3-7;t/tnb''J^>-2-'f^) - 8-7dd- 6, 7 
-i?7*tn-4 1, 4-S>fc Kn+7 »J >- 3 - 357^#>»4 5mg 

W 4 0%^f^7; >7jc*g?j£ 5 0 mg£ 2 0 0 mg© h* 'J -7 > (rflPx., 5 BfPdjgS 
« Uc c M£T«£@* U 0 . 5 »#Dx* 7 -;U*ftl*;fco flrffi 

U x* y -JiRW-r v 7°o hVl/x— r;i/TJl&Sfe& U SSaft^Ki 
1 8 2mg^fe^tbT#/c 0 
ift£ : 237-242°C (^H) 
1 H-NMR(d 6 -DMS0)5 : 
3. 13(m.3H). 6.48(brs,2H), 6.67(m+brs.2H). 7. 62(t. J=9Hz. 1H). 
7. 95(d. J=14Hz. IH). 8. 65(s. 1H) 

mm A 

2, 4-y7^tn-5-^hn$Ifi5. 0 g£>>? n n y * > 2 5jb4& 

5. 6«TU iiBTl 9ffl«Uc 0 »ai*«ETJC**U/io KISf- 
h y t Jf n 7 7 >T- 3 Uc 0 g|&£f h 7 t Kn 7 y > 1 0 ro^fcM? Uc 0 
^tl&Amt-tZo "7^^A6 1 0mg^x^y-;H7^lij!lDx.TEtg«^ 

kd77>i o ^sa'x ^ y - ;n . 5 mmm&ffiT u/co 4 Bf mm 
LsmmsMfremfrbtzo sii^ttETcsiLfc, reek* 5 o^'p-h 

;ux ym-imm o . 5 g£jn;L SnfUl^Tc: 3 0 b#PbTO£l/c 0 y 
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h r-7 7 -f - (fcffltt ; ? o a {eft U «Eft£<» 4 . 5 g £5rfe&ft 

•H-NMRCCDCi,) 5 : 
1.25-1.45(ra,3H). 4. 20-4. 45(m. 2H). 5.87Cs). 
7. 16(dd. J=8Hz. 11Hz. 1H). 8. 72(dd, J=8Hz, 9Hz, 1H) 

2, 3, 4- h';7;b*n-5--hn$&5»cD£]£: 

2 , 3 , 4 - h "J y ;i/tn5,|fi 2 . 5 g 1 5 nlC&ff Uc Q 

tcw«* y * a i . 6 2 g £jo*.fco *©«aa*T?fffi*-a:r 2 b rait # u 

*fctcB*Lfco ilC^f>aiIX.«lf;o «EYfc-&«3. 0 6 g£$ 

'H-NMRCd'-DMSO) <5 : 
8. 40-8. 47(m 1H) 

2, 3, 4-h'j7;l/tD-5--hn^>yV;l/iS|xf;t,iXf^© 
2, £, 4-h'j7;l/tD-5-zhn$,|Si3. 0g^^?oo^> 

*'j;u3«i*«ru siti smmmwuco mm*&ETiz®£Uz 0 gat 

^0. l^JHx./i 0 £/£#teofc£vn:/ifcxf-;Ux;*f-;U2. 2 5g©r 
h7tKn75>l O^&O'x^y-zUO. 5«»«*«TLfc, *eD&4«*IB! 

4 1 
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x>X;U*>«-7k*I«0. 3 gg-fin*.. JDKWKIETHS. smmmwuz 0 ? 

VTvH- m&WL ; Itg?i^;U : "\+-9->= 1 : 8) (CffU fHeffc£#) 

1. 4 g^fe^«tltbT#fc 0 
■H-NMRCCDCia) S : 

1.20-1.40(m.3H). 4. 15-4. 35 (in. 2H), 5.88(s). 8. 45-8. 65(m, 1H) 

3-^n D -2, 4, 5-hU7;U^D-6-^^;^E§^©^: 

7 7° a hVl/T ^ 7 3 . 6 mSOf- h 7 t Ka 7 5 7 1 5 MfftM&lE 
"R-65'CTl. 69M n -7>;M f)A/n -'MM^zg^ 1 4^£t& 
TU I^T l 5#IIHf#Uco 3-?nn-2, 4, 5 - h }) 7;U*n£.ft§ 
S?2. 1 g(Df-Yyh Kn75> 1 5»i«g«*- 6 O'CT'^TU I^ST 1 5# 
M#t/c 0 37rtsyf7H. 9t^£-7 0TO&TU I^ST-3 0^ g& 
T3 0frrmWUc o -?x^;i,x-r;k 7K^Jnx.TMU 7Mf£#JftUc 0 

2. 3i^»tU{#/;, 
•H-NMR(CDCi 3 ) <5 : 

2. 43(d. J=3Hz. 3H) 
###J8 

3-7oa-2, 4, 5 - h U 7;U3j-D- 6 -^f My/^^ftSifyl/X 
v?*77A2 4 Omg, x£ y -Jl\ mSmnmcMm 0 . 

4 2 
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-4 0°C(r^U/c o 3-^nn-2, 4, 5 - h 'J - 6 - / f- 

2 g Oig^ f - u > 5 riKttf = % ififfc**+f iJ/l/0. 8 j^&O'N, N 
-^>fWA7; K 1 nt^Jn^T, MT3. 5^H«^U £E&ffc0fc«. 

T-HWlffU fiC6«©»tt*ff*Ly5:o 1 2 2 «*£6n;L pH2 

;i/x>x^*>^-7jc»i o omg^snx., irai&sgrF 4 . smmmwuzo k 

###J9 

■J ^^4. 2 g£- 2 O-CT^L-foMUco MKJSU 3 BWU * 

»tt*f|* Lfc 0 *If£ffc£^ 9 . 9 g £$3mfa4#&J fc Lr»fco 
1 H-NMR(CDC£ 3 ) 5 : 
2.38(s,3H). 7. 57-7. 68(m. 2H) 

mm i o 

2 -7'o^e- 5-7;[/tn-4-y w^ij : 
5-7'Dt-2-7MD-4-zFn K;lx>9. 7g©ft»3 OmfigftC: 
tt»18. 5g^, 7 0'CT'3«^ L/Co mm&M?4 hVM^U 0 

4 3 
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'H-NMR(CDCi 3 ) 6 : 
2. 13(s. 3H), 6. 46(d. J=l 1Hz. 1H). 7. 20(d. J=8Hz, 1H) 

mm\ 1 1 

5 4 - ^ on- 2-7;l/^"o h;l/X>©£$ : 

6 o°CT i 0#ra#L/c o 2 5 4 ~^^;UT^'J > 
7 . 6 g ©T-tr h - h >J A 3 0 mi^^^ST^™, lUST 3 0 

l H-NMR(CDCi 3 ) 6 : 
2. 24(s. 3H), 7. 14(d. J=9Hz, 1H), 7. 43(d. J=8Hz, 1H) 

mm 1 2 

5 -7*n^- 4 -fan- 2-7)l*a h;Ux> 5. 6 g©te7jc7x^Ax- 
xA, 1 0 0 rnSmm^ mm^T, - 7 0 °CT n - zTf-Jl »J 5^7 A ( 1 . 6 9 M 

n-M=-t?->&?i£) 16. 2^»TU ^T'lBfra#L^o 
-7 O-C-r'3 O^^iA^ tfidU 2BrmWLtc» ^ifAx-f/k 

&f£f t&tt 3 . 3 g £gffell<* <t LT^/Co 
'H-NMR(CDCi 3) 5 : 
2. 30(s, 3H). 7. 17(d. J=9Hz, 1H), 7. 93(d. J=8Hz. 1H) 
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##0d 1 3 

U S^fbt/ct "6^> VDygjx^K). 7^©f- h -7 t Ka 75 >6mijg 
mZffiTL, 8 0°Cf4W»Uc o -4 (TCKftipUco 2-?a 

d- 4 -74>*a- 5 -/f-A&MmS 0 OmgOigfty > 2mmWL\^ £ 

3. 5NfIHJ1^U ffl«SS5*S*Lfco h^x>*HD>tr*j|U Sffifrfcx h 5 
t Ko77>5^i:g§U 5fc®EJ£ft+K- 4 0°CT«Tt/io »Tfk 

EE&fil UT, fllEf b£$J 1 . 0 g &®%&Mm t Lxmzo 
###'J 1 4 

2-?DD-4-7;lta-5-yf;l-3-^fnf|fi©A^ . 
2 _ ? aa _ 4 _ yji+a- 5 - ^ =f-)l^mm 2. Og^ jgffifc®! 2 0 mSlZ 
HaZ-TfeMU ymTTffim* U 1 . 0 7 g^Lt t ojDx./c 0 Efinfft, g 

2. 2 5 g£»fc 0 
'H-NMRCCDCtf 3 ) (5 : 
2. 40(d, J=2Hz. 3H). 8. 05(d. J=8Hz, 1H) 

mm 1 5 

4 5 
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U SttfbL/ctZ^^ vn>^xf-;bo. 6 9 t^Ot- h 5 h Kn 7 5 > 5 mS 
*ft*«TU 8 orTS^HHIffL^o ttftffc - 4 CCKfciPLfco 2-? 

1 0«ISFtt(^ iaft^+^y^e 5 Omg&tfN, N-ittf-JlMl+Tl Kl» 

*fh7tKo77>5«<i:jg||U 5fe<OSl5jft'f»(C-4 OtTiTlfcc «T 

pH2ftigtU ?nnt4AT*»aiU 8»*S*Uc 0 8Kt(r* 1 O^SO'p 

MJBtfts Lfc 0 M^^'J^W^A^ov h^77^ -(CtfU ttifexf-;!/ 
: ^*^> = 1 : 1 0©^ttJS13J:0, «£ft£ft6 3 0 b bX 

#^0U 1 6 

h + i/- 3 -*=f-)\,- 4 --ha$g||^ : 
yf-zl/ 2, 5-i?7^tD-3-yf;b-4--ho$,|Sii^f^ 
1. 0£©T-tr hxHJ;l/5*$gjftK, *»T^hU^A> h*->K (2 8%/ 

* ^ -;u*Jft) l . 6 6 g ^-Sn^.. o 'cx 1 i«hu 5 o vx 2 n$ffljf # t fc c £ 
KMTIHHWPU filEtt****^^^ ?x>|t«tttU ^xf;n 

IWJ 1 7 

2 -7;U^-a- 5 -/ hf-is- 3-/^-Jl- 4 -x h a^></^ ;Ug^ X f-;L 

4 6 
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v 7 7 A l 5 0 mg, x * j -;n mtf&OTi&ft^ii 0.05 jjrf^MTJi 

»tt£ttTU 8 0 6 CT4B#F B 1^L/i o SfcXMk - 4 OTCKfcipU:,, 2-7 
A,*u-S-/ h + ->-3-yf;b-4--ha$,|fil. 4g®t&<tS?\s 

» U 8H££t- h7hKo77>5 srfKJgjffU ^©SJEfficffw- 4 0 °CT*T 

io^ p - h >x;b* >»-7kft« 8 o wZMx., mmmmT 5 mmw 

MIWc l^i/'J*yM7^^D7hr77>r-i: 

mm 1 8 

xf-^ 6, l - (4 -yjij-a- 3 -y h + 77xx;[,) 

- 8 - 4 -**7- 1, 4 -7t Ka + y ij >- 3 - * S/ 1/ - h 

1. 4g0 4-7WD-3-^h + ->T-'J^ 2. 6g©2, 4, 5- 

Lfc3-xh + 7-2- (2, 4, 5 — h U 7A^n- 3 -/fM//^) 
T? ij ;l/g|xf Axxf i7 □ D-t^l/AM 1 0mftrfln;lfc o WET 

U SSE(^ 3 . 0 g Oitefc&Ka 'J 7 ASO' 7 rotoN, N - -7 / f-Jl* 
JlATi K*ftl^ 9 O'CT'l 5#IBItl#Lko SttfrU 1 0 OhiKD^dd^ 
At 2 5 0 7^©^7k^jfmx.T^^ ^>t?ODMA|^ 2 5 OmSOm^S 

4 7 
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fc-^Kl 2 . 5 9 g i: LTf#fc 0 

MA : 273-277°C 
'H-NMR(CDCi 3 ) (5 : 

1.40(t.J=7Hz.3H). 1.76(d. J=3Hz.3H), 3.94(s.3H). 4. 39 (q. J=7Hz, 2H). 

6. 97(m. 2H), 7. 25(dd. J=8Hz, 10Hz. 1H), 8.23(t. J=9Hz. 1H). 8.43(s,lH) 

mm 1 9 

x-^Jl (2, 4-i?7;l/tD-5-/F + ^x-A) - 6, 
a - 8 -y^;t/- 4 -*+7- 1, Kn4V >J >- 3 -ttM^r^U- 

h©£j£: 

2. 4g©2, 4-^7;U*n-5-/ h*J/T-'J>Hrk7KMfflffi«-l. 2 
g© h ijxf-;UT~ 2. 6g©2, 4, 5 - h 'J 7;U^a - 3 - / 

-(2, 4, 5 - MJ7WD-3-if;K>'^^) 7?'J;l/ixf ^xx 

3. 7g©SS*0fflfe*'J^At 1 5b^©N, N-y^f;l/tWt/A7; K£flll/L 
9 (TCCl 5#M#L/c 0 JfcfcU 6 0«*<D?nn*M,Afc3 0 
£flD;LT#^ ft^T?^ao*;PAJI*, 3 0 0 wl©^a*T 2 U HtK 
IWh?r**>tfATia»fc, «ETnSBSLfc 0 fWx^;-;n:^tLt 
MU x^7-;k ^77*atr;Ux-x^©HS»rftl\ SIB^«8 2. 9 6 

1l£ : 262-264°C 
'H-NMRCCDCi 3 ) 5 : 

1.38(t.J=7Hz.3H), 1.80(d.J=3Hz.3H). 3.96(s.3H), 4.36(q. J=7Hz,2H). 

7. 12(t. J=10Hz. 1H). 7. 17(t. J=8Hz. 1H), 8. 16(t. J=9Hz. 1H). 8. 30(s. 1H) 

4 8 
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mm 2 o 

xf-A- 8-?dd-6, 7-^ 7 ;^d-1-[3, 5-^7/1^0-6- 
(2-hKo + ^xfA7;;) t'>;^>-2-^A] -4-^*7-1, 4- 
i?t 'J >- 3 - *^i/U- FO^ : 

1. 5g©2-T;y-3, 5, 6 - h »J 7)l*a f'J 1 . 8 g©x 

^y-;UT^ >£5^©N-^;t/t°n ij KXljD^ 1 4 0 °CT' 2 2 PelgjS 
&&tc 0 WtftU ?Dnt,M5 0^,}:^7K5 0^Jnx.T^ 7kJi£2 0 

ATlS'ig^ Zl^EETd^ t/c 0 Z ©££jg£ N 2. 25g©3-?nn-2, 4. 
5 - h <J ^Atn^yV^iiif^f^^ic^^^j _ 

xF + i/-2 - (3-?an-2, 4, 5 - h 'J 7^tD<>7V^) 7^'J;b 

X.. 9 0°CT 1 5^»Lyc 0 gfftU 6 0™f©?DD^AM3 0 Omtf© 
M%7k&bUz.TftWLUz 0 ?uu*)lum%Z 0 O^©^7ja:2 0Zfc#Uc© 

Hdffit \ ^EYL^t) 2 . 1 5 g ^^flfeS^t L-a#/-c c 
ill* : 163-164°C 
'H-NMR(CDC^3) 6 : 

1.40(t.J=7Hz.3H). 2.01(t.J=5Hz,lH). 3.58(m,2H), 3. 82(q. J=5Hz, 2H), 

4.40(q.J=7Hz.2H). 5.33(br. 1H), 7. 26(dd. J=8Hz, 9Hz. 1H). 

8. 31 (dd. J=8Hz. 10Hz. 1H), 8. 47(s. 1H) 

mm 2 I 

i-^Jl 1 - (5 - t e r t -ZfY*i/ti)\,tf~)\,7l J -2, 
n7x^-;l/) - 7 -7Jl*v- 6 -t=f-)l- 4 -**r'J- 1 , 4-i?hKa4-y 
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2 -fan- 4 -7A*a- 5 -/f-^>'/-f;HHfcxf-;i/X^f;H. 0 

?oo*;kM O^fiD^ N-ter t-7h + i/*;tol-2, 4-^7 
Wo-m-7x^b>^7 $ > 9 5 liig0^DD<tM5)ii^$$iTU & 

>J 7 A 2 9 0 mg&ODX., gfiT 3 B#IB % 7 0 °CT 5 B&Wfli^ btz 0 

4 1 Omg£f*fc 0 
: 205-207°C 
■H-NMR(CDCi,) 6 : 
1. 40(t. J=7Hz. 3H). 1.52(s.9H). 2. 38(s. 3H). 4. 39(q. J=7Hz, 2H), 
6.53(d,J=10Hz.lH). 6. 86(brs. 1H). 7. 17(t. J-lOHz. 1H). 
8. 31-8.450n.aO 
#%#J_2 2 

x?7l< 1- (5-t er t-7*h+^*W^7;y-2, 4-i?7;M- 
a7xx;U) -7-7;l/tD-6-^f^-8--hn-4-t+7-l, 4- 
>J\z Ko + y U >- 3 -#;t/*>S/U- hCD^jK : 

2-7on-4-7WD- 5 -/f-JU- 3 h o^>W;Ht®rif-;Ux 
^^6 3 OngCftftcftttG 1 OrngSO'*^ h« h 'Jxf-^4 5 Omg£Jn>L 

^ffibtco KS»:^no*-rt/A5«l*36PiL, N- t e r t -7* h4=-i/^;l/fc;U 
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- 2, 4-^;l/tD- m -7xZL/>i?7; >5 0 Omg©? an«M,A 7*1$ 
;U*;U/sT$ KSaftSjfttr, »iJ^A2 8 Omg^Mx., 6 0°CT'3 0%I 

1L£ : 224-225'C 

'H-NMRCCDCtf,) <5 : 
1.39(t.J=7Hz.3H). 1.51(s.9H). 2.46(s.3H). 4. 39(q. J=7Hz.2H), 
6.76(brs.lH). 7. 04Ct, J=9Hz, 1H). 8. 24-8. 35(m. 2H), 8. 55(d. J=8Hz. 1H) 

2 3 

x^;t, 1- (5-tert-7*h + ^^f^7^-2, A-i?Z>)Vit 
n7ix;u) -6-yh^i/-8->f;l/-7-zhn-4-t+7-l, 4- 
i?t Kn + y 'J >- 3 YO^m : 

x^x;l/2 4 0mg(C^7i<I«2 5 0 mgW*;[, h 4^ h 'J xf- A l 8 0 g£fin>U 

*#L/i 0 ^K?an*;t,A5^£Sll>u N- t h*^#;l/tfx/t,- 2, 
4-^7MD- m -7x-^^7;> 1 9 5mgCD? aotwl/A 5»JKtt&tt 
TU SfiT 2 0#BHf#Uco RiBtt©»JSE*ff*U^ 0 2SSEON, N-i^ 
f; ^ ; ^ 7 ' K3«flgtt(^ M®?#'JOAl 1 OmZMz., 8 0"CT'4 0^ 

: 223-224°C 
'H-NMRCCDCis) <5 : 

5 1 
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1.41(t.J=7Hz.3H). 1.51(s.9H). 1.78(s.3H), 4.01(s.3H). 
4.40(q,J=7Hz.2H). 6. 79(brs. 1H). 7. 10(t. J=10Hz. 1H). 8.09(s.lH). 
8. 30-8. 42(m. 2H) 

mm 2 4 

z.?Jl 1- (5-tert-^h + ^W-^7i;-2, 
o7 x-;t/) - 8 6 ho-4 -*+y- 1, 4- 

2-?nn-4-7;[,tD-3-^;!/- 5 -— h a^>'/-f ;H^if-;|,x 
Xx^ 12. 5 g \zm&Mm 4 7 g, h b 'J xf-;t, 2 0 g £inx. % 1 B# 

aii:^nn*M3 OnffcJD*., N-t er + 4 

T $ K 3 0 w^ttJr^* 'J *3 U 5 . 5 g £JD*., 8 0 °CT- 3 0 #PbM# Lfc 0 

L/c 0 ^fe^©«ia<t^ 11.3 g£#fc 0 

M£ : 182-185°C 
■H-NMRCCDCis) <5 : 

1.40(t. J=7Hz,3H). 1.52(s,9H). 1. 87(d. J=3Hz, 3H), 4. 40 (q. J=7Hz. 2H), 

6. 92(brs. 1H). 7. 15(t. J=9Hz. 1H). 8. 30-8. 43(m. 2H), 

9. il(d.J=8Hz,lH) 

mm 2 5 

xf-;U 7-7U-1- (5-ter t -Zf h*i/i]A,#-)\,T * J - 2, 
4-^7^to7x-il/) - 6-^^-/-8-yf^-4-t+7-l, 4- 
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x-^h 1 - (5- t e r t -zf h*ist>)ltf-JlTi y-2, i- ! Jz>)\,it 
D ^-W -6-^ h + i/-8-^f-^-7--hn-4-^7- 1, 4- 
i^t Kn^y <)>-3-t,)ltf*i/is-i 2 0 0mgi:fti2A«l 5 Omg 
Zttoz., 8 OTTTM OfrffimWLtZo -kyj hT«£)i:&U 

I H-NMR(CDC^ 3 ) 5 : 
1.39(t.J=7Hz,3H), 1.50(s.9H). 1.66(s.3H), 4.00(s,3H), 
4.37(q.J=7Hz.2H), 6. 82(brs. 1H), 7. 06(t. J=10Hz, 1H), 7.82(s,lH), 
8.13-8.31(m.2H) 

#«2 6 

6, 7->?7;t/^-o-i- (4 -7Jijrn- 3-y h + i/7ix;b) -8-y 
4 -*^7- 1 , 4-^h Kn + y »J >- 3 - 1) fr-fty&O&fc : 

6, 7--?7Wn-l- (4-7;i,tD-3-/} + -/7x^) 

- 8 - yw- 4 -**7- i, 4 -s>t Ko+y >- 3 -fjjiyf^i/u- h 

4 0 Omg£, 4al®2&£W£I)&(Dfiffi (1 : K v/v) Kim*, 5W 
fKffitoSWWIfeU^o *rftitt£SBRU x^y-;^ 77*0 tvi/x-f7U®l!S 

: >280°C 
'H-NMR(d 6 -DMS0) S : 
1.74(d.J=3Hz.3H). 3.88(s,3H). 7.29(m.lH). 7. 47(dd. J=9Hz. 11Hz. 1H), 
7.64(m, 1H). 8.27(t. J=10Hz,lH), 8.67(s.lH) 

mm 3 3 

1- (5-7;;-2-7;l/ta7i-;W - 8-^00-6-7^0-7 
7 - 4 1 , 4 -~7t Kn + y ij >- 3 -£;M>$?©£ 
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4 0 96*f-;UTS>**ttl 0 Smkt'W^lmeommz, 1- (5-7; 
;-2-7;btn7x-A0 -8-?nn-6, 7 - J>7^to - 4 V - 

1 . 4 -S>t Kn+y 'J >- 3 -a^MOfcl 0 Omg^JPx.. liSt'2W 

H^C : 269. 5-271. 0°C 
'H-NMR(d 6 -DMS0)S : 

3. 12(dd. J=6Hz, 7Hz. 3H). 5. 39(brs.2H), 6.65(d.lH). 6. 70-6. 75 (a 2H), 

7. 12(t. J=10Hz, 1H). 7. 96(d. J=14Hz. 1H). 8. 40(s. 1H) 

mmm 3 4 

1- (5-r^y-2, 4-^7Md7x^) -7-yf-;ur$y-6- 

- ho - 4 1 , 4 -s>t Kn+y y >- 3 : 

4 0%yf-;l/T^ >7jc^*l 2 0mgttr'Ji?>3jirfOSjR{L 1- (5-TS 
J-2, 4-y7;ltD7x^) - 7 -yjlyira- 6 hn- 4 

i, 4 -yt Ko+y >j y-z-tiA^ymi o omg^in^ i£-e3l» 

M& : >275. 0°C 

'H-NMR(d 6 -DMS0) 6 : 
2. 73(d. J=4Hz, 3H). 5. 57(brs, 2H), 6. 12(s. 1H). 7. 11 (t, J=9Hz, 1H), 
7.52(t.J=10Hz.lH). 8.44(brs.lH). 8.71(s.lH). 8.99(s,lH) 

mmm z 5 

7-TSy-l- (5-7U-2, 4-^7Wo7i-;i/) -6-^-ho 

- 4 1, 4 -v>b Ko^y ij >- 3 - 77 ;l/ : 
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2, 4-;7Wo7x-;i/) - 7 -7)l*a- 6 ha- 4 -*+y- 1, 
4 ->>t Kn + y >J >- 3-#;l^>$?7 Omg^fe. 5 O'CT l 5B#M^L 

Nj& : >279. 0°C (&m 
'H-NMR(d s -DMS0)5 : 

5. 57(brs. 2H). 6. 61(brs. 1H), 7. 02(t. J=9Hz. 1H). 7. 56(t. J=10Hz. 1H), 

7. 78(brs. 2H). 8.62(s,lH). 8.92(s,lH) 
#^#12 7 

1- (5-T^y-2, 4-^7Wn7x-;l.) - 7 - 7;M"n - 6 -x h 
a- 4 1, 4 -i^t Ko + y ij >- 3 -#/t/*'>S?©£fi!t : 

2, 4 -^7;bto- 5 -x hn^>^;^ixf;l/X^f;l/ 1 . 4gi:t 
;l/ h «x^4, 1 . 3 mSR^mymm 1 . 6 ^JPX.. 1 2 0 °CT 1 9 
Uc 0 METKteU M£h;Ux>^3 0**U/c o ^^nn^>20^ 
»^T^U CC(C7jc^T> N- t e r t -7* h*^t> )l>$-)l- 2 , 4 - 

»LA: ft .if7fcfJ®*iJ^A 6 6 3mg«x., 4 (TCT2 0Wlf; o 
ETKfiiU ^nn^l/Al 0 OwfrttHiUco 3H?x>»80jb£ g§fD& 

?D7hr77^- : ?ooWA : ft»x?-;U= 2 5:1) dtfU 

1 0 O'CT'l *>mmWLtz 0 ii^ffiTi:g*l/;o h^x>T'#*U x 

Ife* : 258. 7-259. 5°C 
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'H-NMR(d 6 -DMS0)<5 : 
5.58(brs.2H). 7.07(t. J=9Hz. 1H), 7.44-7. 56(m. 2H), 8.90(s,lH). 
8. 99(d. J=8Hz. 1H) 

mm 3 6 

1- (5-TSV-2, 4-i?7/l/tD7x-;l/) -7- (l-^f^hK7 
iV) - 6--ho-4-^-+7- 1, 4-^tKat;iJ>-3-*W>i 

: 

y^;Uh K5>>>3 2mgtf'J^>0. 5^©zgfc> 1- (5-7U-2, 
4-^7Wd7xz;|/) - 7-7;l/^-n-6-— 1, 4- 

N£ : >168.0°C (#JI?) 
'H-NMR(d 6 -DMS0)S : 

2. 94(brs, 3H), 5. 02(brs. 2H), 5. 57(brs, 2H). 6.27(s.lH). 

7.06(t. J=8Hz,lH). 7. 52(t. J=10Hz, 1H), 8.36(s,lH). 8.72(s, 1H) 
###J 2 8 

l-.(5-T^y-2, 4-^7^tD7x-;b) -7, 8-i?yJl*a-Q 
1, 4-i?tKo + ; 'J >- 3 -#;!✓#>$?©£$ : 

2, 3, 4 - f ij 7;l/tn - 5 - - FnO^^Sixf-^iXf^ 1 . 4 
g tr*;l- h 1 . 2 alS^ftfTKftS? 1 . 5 mS^iH^ 1 2 0 °CTr 1 9 W 

mmftbtzo «ET{C®*U ^£h^i>T*3II!*$iL/.: 0 >>7no/^> 
2 0m4£Jfl*T&A?U ^C(C?K^T> N - t e r t -7' h*i/*/\,#-A,- 2, 
4-i»7^D-m-7xil/>i;75>l 1 17g£ilI>L *©&MT'3B$ 

5 6 
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izmmuzo i7jc»^A 6 6 3mg^si]x., 4 o°ct2 o^»l^ 0 mm 

A : liif^=2 5 : 1) KtfUfc. gfcfttt**0. 5 6 gf#fc 0 ;n*ft» 
2«l«r*«¥U 3«®g»3«l*ftl^ 1 0 O'CT-l 5 B£fSJM#L/c 0 

4 0 0mg*»ft»*tLT»yi: o 
MiC : 141. 5-143. 0'C 
*H-NMR(d 6 -DMS0)5 : 

5. 50-6. 50(br, 2H). 7. 16(dd, J=8Hz, 9Hz. 1H), 7. 46(dd, J=10Hz, 11Hz, 1H), 

8.72(s.lH). 8. 82(d. J=7Hz. 1H) 

mmm 3 7 

1- (5-TSy-2, 4-i?7WD7x-;l/) - 8 - 7J\,*n- 7 - /• f- 
X J - 6 -~ h n - 1 , 4 - 9 1 Ko V + 7 'J > - 3 - XAstfym.® 
: 

4 0%/f-4,T$ >7jqg$8 0mgirh'iJ^>2^©«C 1- (5-7^7 
-2, 4-;7Wa7x_;H-7, 8 - 777b:tn - 6 h a - 4 - 
7- l,.4-i?t Ko^y U >- 3-£;b#7®?7 Omg^SDx.. tfitllflg 

7k -s+^>T»LT, IRI2ffc£fci5 6mg£S&»*i:UT#fco 
: 186. 0-188. 0°C 

'H-NMR(d 6 -DMS0)(5 : 
2.98(brs.3H), 5. 47(brs. 2H), 6. 12(s. 1H). 7. ll(t. J=8Hz. 1H), 
7.52(dd,J=9Hz,10Hz.lH). 7. 95(brs, 1H). 8.51(s.lH). 8.76(s,lH) 

mmm 3 8 

5 7 
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8-^na-6-7Atn-l - (2, 4-^7AtD-5-tKo + ->7x 
-A) - 7-^A7;y-4-t+7-l, 4-^hFD + ;iJ>-3-*A- 

8-?oa-6, 7-^7;l/^a- 1 - (2, 4 - 5>7A>*o- 5 - t Kn* 
^7x-i) -4-^+7-1, Kn + 7 y>-3-*;U?K>»2 0 0 

m&RCJf-Xf-^T $ >7jc?g^ (ft 4 0 %) 5 5 Omg£ 1 2 0 OmgOt: 'J ^XCj&D^ 

1 7 3mg^?|fe^tUT#/c 0 
If!* : 265-271 °C (#fl¥) 
l H-NMR(d 6 -DMS0) 5 : 

3.14(m.3H). 6.57(m.lH), 7.20(t. J=8Hz. 1H), 7. 46(t, J=10Hz, 1H), 
8. 43(s, 1H) 

mmm 3 9 

1- ( 6 -T ^ J - 5 try 77- 2 --f;lO -8-^nn-6-7 
;U^-n- 7 -y^;l/T$ 7 - 4 -**7- 1 , 4 - 7t Kn + y ij >- 3 

1- (6 -T5 7- 5 -7^tat , 'J^>-2-'f;b) - 8 -?nn- 6, 7 
-^7Ato-4-t+7 - 1, 4-7h Kn + 7 'J 7- 3 -#;[/#7$? 1 5 8 
mg&a^?7UT$ 77jc*g?& (&4 0%) 1 6 5mg£4 8 OmgOh'U 77(rjDx. N 
1 7^tfi'CSffLfc 0 SffiTtrsUSfU 1 ^©x^y-^jp^ 
«fttitt*at»tU x7 7-;k ^^77*D^x-f;K5Ii:^\ flEE'ft#tt 
1 6 8mg£$^fe$*<t LTf#fc 0 
ife,£ : 233-238°C 
'H-NMR(d'-DMSO)$ : 
3.13(m.3H). 6.570a, 1H). 6.81(m.3H). 7. 61 (t. J=9Hz. 1H). 

5 8 
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7.92(d. J=14Hz.lH). 8.53(s.lH) 
MM® 4 0 

a*y 'J >- 3 -*^?K>»0^jS : 

5-T^y-l- (6-7;y-3, 5 - >>7^^d h°'J 2 -4 Jl) - 
8-?an-6, 7 - ^7;t/*n - 4 -**y - 1 , 4 - '7 t Ka*y U > - 3 
-ii)l^ym\ 0 OngROWf-^TS (&5 0%) 1 7 0mg£5 0 0 

mgoeu^xrin^ 4 0r^s-c»Uc o MEETicziStu asi:i»<ox 

$ J -JlZmZ-tZo tffffi^MU x*y-;k iMVT'ntyUx— r;KZ>« 

1M£ : 230-234°C 
'H-NMR(d 6 -DMS0)5 : 

2. 90(d. J=3Hz. 6H), 6. 73(brs. 2H), 7. 71(brs. 2H). 7. 90(t. J=10Hz. 1H), 

8. 62(s. 1H) 

mmn 1 

8-^aa-l - (2, 4 -77^:*n- 5 -y h*77xx;b) -6-7^ 
Jrn- 1 -^=f-)iri y - 4 -ir*>J- 1, 4 -yt Ka*y 'J 7- 3 -ft;^ 

8-ynn-6, 7 - i?7;b^n- 1 - ( 2, 4-^7Ud-5-^ + -/ 
7x-;U) - 4 -**'J- 1, 4 -7t Ka + y 'J 7- 3-*;M?>»9 0mg& 
Cf^f-;UT$ (»4 0 96) 2 0 Omg^-5 2 OmgOtii; >?>(iSn^ 6 6 

B#r^MfiT'ffi^L/io «ET(r»«ru SHEC 1 j^©x^y-;l/^Jnx.^ 0 tffffl 

US : 239-241°C 

5 9 
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l H-NMR(d 6 -DMS0)S : 

3.13(dd,J=5Hz.8Hz.3H). 3.83(s.3H). 6. 65(a 1H). 7.70(t. J=llHz. 1H), 

7. 72(t. J=8Hz. 1H). 7. 98(d. J=14Hz. 1H). 8. 59(s, 1H) 
###J2 9 

8-^do-6, J -ifyjita- l - ( 4 - 7)l*n - 3 - y. h*->7 xx 
;10 -4-^7-1, 4 -i^h Kn + y ij >- 3 - ft ^cD£j# : 

xf7b 8-^od-6, 7--77;l>*n- l - (4 3-/ 
;/7xx;[,) -4-^+7-1, 4--7h Kn+yj >-3-ft;l,^+^U- h 
4 0 0mg£2. 5^©2^^t|^cD« (1:1, v/v) (cSnx., 2B# 

lfcj& : >280°C 

l H-NMR(d e -DMSO) (5 : 
3. 85(s. 3H). 7. 27(m. 1H). 7. 45(dd. J=9Hz, 11Hz, 1H), 
7. 63(dd. J=3Hz, 8Hz, 1H), 7. 97(dd, J=9Hz. 10Hz. 1H). 8. 67(s, 1H) 

umm 4 2 

8-?DD-6-7;i/to-l - (4-7)l/tD-3-n^->7x^) - 
7-/^7 $y -4-** V- 1, 4-i?h Kn + y 'J 7- 3 -ft ^y^© 

8-?on-6, 7 - 77;U:ta - 1 - (4-7Wo-3-y ht^7x^ 
10 -4-**7- 1, 4 -7b Kn + y 'J >- 3 -ifr-MOK 1 6 Omg&tf/ 
^;UT$77jc^ (ft 4 0%) 4 0 Omg£l 0 0 Omg® t°»J ^XljfjD^ 2 7B# 
Fllg»b/;o BBETKiHSU mmzimSOJ-? J -j\,%Mz.fr 0 ffffltt- 
*ilJRU x.9J-)W > ? ^7 7nt7Ux-f"^©JI|S(^\ aSE-fk^ 1 4 5 
mg^ilfe^i:Lr#fc 0 
ife* : 250-253°C 

6 0 
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'H-NMR(d 6 -DMS0)5 : 
3.13(dd,J=5Hz,7Hz.3H). 3.84(s.3H), 6.57(m,lH). 7. 17(m. 1H). 
7. 40(dd, J=9Hz, 11Hz. 1H), 7. 72(dd. J=3Hz. 8Hz, 1H). 
7.97(d. J-14Hz.lH), 8.48(s.lH) 
3 0 

8-?nn-6, 7-^7;l/*o-l- (4-7^tn-3-t Kd + -/7x 
x;U) -4-**7-l, 4-^hKo+;'J>-3-*^>i©M: 
xf-^ 8-?od-6, 7-i?7Wo-l - (4-7Wn-3-yh + 

2. 3g^ 2 0^©4 7%Hfl2kM£m®fttt (1 : K v/v) (:fiDX.> 

f-ju®mizm\ mnikii® 1 . 6 3 g^ife^titn/co 

1K£ : >280°C 
1 H-NMR(d 6 -DMS0) 6 : 

7. 12(m.lH), 7.25(dd,J=3Hz.8Hz.lH), 7.37(dd, J=9Hz, 11Hz. 1H), 

8. 41 (dd. J=9Hz, 10Hz, 1H), 8. 60(s, 1H) 

mmm 4 3 

8-^DD-6-7Wa- 1 - (4 -7)l*n- 3 - h Ka + -/7x^) 
- 7 -^;l/T^ J - 4 -**7- 1, A-9h Vn*J D >- 3 -£;l>*'>®? 
: 

8-70D-6, 7-^7;l/^-n-i- (4-7AtD-3-tKo^i/7x 
-4-^-^7- 1, 4-^t Kn + y ij >- 3 -^;u^>^ 3 0 Omg&tf 
^;UT~ >7jqg$ (&j4 0%) 6 0 Omg£l 5 0 Omg© h°U S^dfinx., 6 3 

6 1 
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Ife.S : >280°C 
'H-NMR(d s -DMSO) S : 

3.11(dd.J=5Hz,8Hz.3H), 6.58(m.lH). 7.03(m.lH). 

7. ISCdd. J=2Hz, 8Hz, 1H), 7. 33(dd, J=9Hz, 11Hz. 1H), 7. 95(d. J=14Hz, 1H), 

8. 40(s. 1H) 
3 1 

6, 7-^7;^n-l- (4-7Wn-3-tKa+->7x^) - 8- 

6, 7-^7^tn-l- (4-7;[ / tn-3-n + ->7i-;l/) 
-8-^^-4-^+7-1, 4-S>fc Kn+y ij >-3-^;U^+i/U-h 

2. 3g*, 3 o^©4 7 %&itfrfmtWfm<Dmm a ■. u v/v) ksd^u 

4 4B#PBim#ii^L/Co «fffl»*ilWU 3.9 J ^77 , D^x-f;l/ 
©fll&cftlr ^Ef b-^fe 1 . 6 5 g i: UTf#/c Q 

Mj£ : >280°C 
'H-NMR(d 6 -DMS0) <5 : 

1.76(d.J=3Hz.3H), 7. 13(m, 1H). 7.28(dd, J=3Hz, 8Hz. 1H). 

7.41(dd.J=9Hz.llHz,lH), 8. 24(t. J=9Hz. 1H). 8.60(s.lH) 
fBfcffll 4. 4 

6 -7;l/^-a- 1 - (4-7;btn-3-kKa^77i^|/) _ 8 _ yf - ;U 

- 7-y^;ur* y-4 -**7- l, Yu*j y >-3-*;u^:>s 

©£$: 

6, 7--^7^^o-i- (4-7;l/ta-3-tKo + ->7x-;l/) -8- 
*f-;U-4-**y- 1, 4-^h Kn+y 'J >- 3-*^t:>»4 0 3mg£C/ 
^^7;>*jg«(fi4 0») 2. 0g£2. 0 g© f 'J S> ^Kflfl*., 6 BIB] 

6 2 
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Mj& : >280°C 

■H-NMRCd'-DMSO) 5 : 
1.61(s,3H), 3.02(j.3H), 6.02(id.1H). 7.03(m,lH), 
7. 09(dd, J=3Hz. 8Hz, 1H). 7. 36(dd, J=9Hz. 11Hz. 1H), 7. 82(d. J=14Hz, 1H), 
8. 46(s. 1H) 

mm\ 3 2 

4-7;i/:f n-3-y h*->Txy >©<£j& : 

3, 4 -^7;i/pj-oT~'j >2. 6g£2 z%±iwu* K • y ;? y 

ft 6 0°CT*2Bra, 1 1 0°CT'4 BIHIM&Lfco 5 O^cDpS® 
tR^-SPx./c^ 7 d a *s>l A 5 0 mffttaj L/c c ^dd^I^2 0 j^©^S 

^HfecDttt^l t UT 2 . 8 g £#/c 0 
'H-NMRCCDCi,) <5 : 

3.54(br,2H), 3.84(s.3H). 6. 17(dt, J=8Hz, 3Hz. 1H), 

6. 31 (dd, J=3Hz, 7Hz, 1H), 6. 86(dd, J=8Hz. 11Hz, 1H) 
#f M3 3 

xf7U 8-^aa-6, 7 - itjJlta- \ - (4 -77M-a- 3 -y h + 
77x^;l/) -4-**7-l, 4 -Vt Kn + y 'J 7- 3 - * ;M?+ $/ U - h 
: 

1. 4 g©4 -7;l/^a- 3 -y h + 7TxiJ 7^ 2. 8g©3-?an- 

2, 4, 5- hU7;i/^a/<7 7'r;i/Itl§x^;i/x^x>'i/*>t>Sj£(i e t- ? T{^ 

U;3-ih + y-2- (3-7DD-2, 4, 5 - M T^D'OW ;U) 
T? 'J «xf;U^f ^» Uc ? o a 1 OjHlfcHifcfco MET 

6 3 
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;UAT$ K£fiHX., 9 0°CT1 5#f?M$Uc 0 »»U 8 OrfO^anMA 
tS 0 O«tf0«Szk£lHl;LT##, ^^^dd*mI^3 0 0»l®JKS*T 

I \ «Effc£tt 2 . 9 8 g t UTf#/c 0 

Mftj£ : 245-246'C 
'H-NMR(CDCi 3 ) (5 : 

1. 40(t, J=7Hz, 3H), 3.92(s.3H). 4. 39(q. J=7Hz. 2H), 6.95(m.2H). 

7. 23(dd. J=8Hz. 11Hz, 1H), 8.33(t. J=9Hz. 1H). 8. 45(s. 1H) 

mm 3 4 

x^;U 8-^od-6, 7-^7Wo-l - (4-7^0-5-^ + 

xf-;l/ 8-?on-6, 7-^7^tn-l - (4-7/l/to-3-y 

8 3 0mg«-4^©S8SE»JCjnx., *»TH«ffU<C 'J * A 2 5 0 

ft^s &1>T5 0j^©?nn*;kk-eaEBLfc o ? oojM,AJI£ 2 Oratf©^ 

x^y-;Kc^f5cLT«U x^y-;^ V^n tVUx-^UDfllK&K 
&fc»;fcCDTOffc£ft 5 2 8 mg£#A: 0 
fflLS : 244-248°C 
'H-NMR(CDCi 3 ) 6 : 

1.37(t.J=7Hz.3H), 4.lKs.3H), 4. 34(q, J=7Hz, 2H), 7. 37(1 J=7Hz. 1H), 

8. 13(d. J=10Hz. 1H), 8.27(t. J=10Hz,lH), 8.27(s.lH) 
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mm 3 5 

l - (4-7^tn-5-tKn+>/-2 

: 

xf-;U 8-?dd-6, 7 -^77U^n- l - (4 -7J\,*u- 5 -y h + 
2 --Fa7x-;t/) - 4 -**7- 1, 4-^hFo + ;'J>-3-*^ 
#**>U-h5 1 Omg£\ 5^<D4 7 K£ft*^tft»CDjSj£ ( 1 : 1 „ v/ 

v) (cjdx. n 4 6 w»iDmii^i>/co «ETc»fstfco mmzsmtoms 

lfi£ : 248-255°C 
'H-NMR(d 6 -DMS0)(5 : 
7.47(d.J=8Hz.lH). 8.38(d.J=llHz.lH). 8.44U. J=9Hz. 1H). 8.93(s.lH) 

mmm 4 5 

8 - ?no - Q-7Jl*n- 1 - ( 4 - 7;1/^"p - 5 - t Ka^ri/- 2 -— h 
az>x.-)l) - T-tf-JlTi J- 4-**V- 1, 4 - S> t Ka+y 'J 7- 3 

8-?aa-6, 7 - y^^to - 1 - (4 -yfrtu- 5 - h Kn^->- 2 
x—JU) -4-^+7-1, 4-^hKo + 7'J>-3-*^f>i 
1 5 0mg£7 5 0mg<DJ3-)lTi 77jc&$ Oft 4 0%) (ijfjPX., 6B#fflgfi-C|i 

^-^»*3ISI^0igL/-Co JSSUZ I. Suites *J7at'JlTJla-)l,$:tax.tz 0 
Sfffltt*JMlU ■< 77°n h7UT;t/3-;k •7^7 7 0 oh7l/X--r;U©lIi(C^l\ 
«Kft£<& 1 2 0 mg^^fe^^^ Iti/co 

6 5 
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Rftj& : 200-208°C 

1 H-NMR (d 6 -DMSO) 6 : 
2.35(s,3H), 3.11(m,3H), 6. 28(d. J=8Hz. 1H), 6.53(m.lH), 
7. 78(d. J=13Hz. 1H), 7. 33(dd, J=9Hz. 11Hz, 1H). 7. 95(d, J=14Hz. 1H), 
8. 34(s. 1H) 

###J 3 6 

l-(2, 4-^7Atn-5-hKo^i/7x^) - 6, 7-97JU*n 

- 4 -^*7- 1 , 4 -5>k Ko4V 'J 7- 3 -#;U?K7ifc©-£ 

m-. 

l-(2, 4-i?7^tn-5-n + >'7x^) -6, 7—77 

;l/*a - 8 4 -:**7- 1, 4 'J 7- 3 -fjj\,$*i/ 

U-N2. 3 2g£, 3 0^©4 7 «£ffc*3RatftK©«tt ( 1 : 1 > v / 

v) djnx.. 4 Amrmwm^btzo 2 o^©^7k^sdx./c^ st&t/co #t 

tti4»£flURU x^y-yl/ N 7 7°n hVI/X-x^©li(C^\ HEffc£$i 
1. 3 7g^ife^ttti/: 0 
Hi* : 270-278°C 
1 H-NMR (d 6 -DMSO) 6 : 

1.82(d.J=3Hz,3H). 7. 43(t. J=8Hz. 1H). 7. 63(t. J-llHz. 1H), 

8. 26(t. J=10Hz, 1H). 8.75(s.lH) 

mmm a 6 

1- (2, 4-^7;i/tn-5-tKa^->7x-;W - 6 - 7;U;f o - 8 - 
^f^-7->Wi; - 4 -**7- 1, 4 - y t Kn*y y 7- 3 -#;u 
**7®s©£$ : 

l-(2, 4-^7;t/ta-5-tKn^->7x-;l,) -6, 7-77;l^a 

- 8 -J?Jl- 4 -**7- 1 , 4 -7t Ka + y 'J 7- 3 0 0 
mg. /• *)V? \ yim®L m 4 0 %) 3. OgCfin*., 4BBI7 

6 6 
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*y-/k ^-r7^at°;i,x-^©ir(i(^\ t^t-^ 2 9 5 wZmm 

M£ : 269-273°C 
'H-NMR(d 6 -DMS0)(5 : 

1.62(s.3H), 3.00(t.J=6Hz.3H). 6.03(m.lH). 7. 13(t, J=9Hz. 1H), 

7. 48(t, J=10Hz, 1H), 7. 80(d. J=13Hz. 1H), 8. 46(s. 1H) 

mmm 4 7 

1- (3-7;;-4-7;l/ta7x^) - 8-^dd-£, 7-^7;t,* 
0-4 -**7- 1, 4 -2>k Kn + y ij >- 3 -*;^-K>K3 0 OmgSOVf- 
>7K^?^ (tt4 0 9O 5 0 0mg£l 2 0 0 rag© f >J i?xrJpx. N 

©■&«ETKWfrf 2 ®# 0 £ Uco HMtc 2 ^©x * y -;U£finx.fc 0 

f/rffitl£ttU x^y-;K ^^v^ntVI,x-x^©ll^\ mz<t£i<®) 
2 1 Omg^|fe^tbT#/co 
Mj^C : 162-166°C 
'H-NMR(d 6 -DMS0)(5 : 

3. 12(dd, J=5Hz.8Hz,3H). 5.59(brs.2H). 6.59(m, 1H), 6.71(m, 1H). 

6. 83(d. J=8Hz. 1H), 7. 16(dd, J=9Hz. 11Hz. 1H), 7. 94(d. J=14Hz, 1H), 

8. 37(s. 1H) 

mmm 4 8 

1- (5-T$y-2, 4-^7Wd7x^) - 8 -?na- 6 -7Jl* 

6 7 
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0-7- (2-hKn+->if;l/7;7) -4-^*7-1, 4-2>fc Ka + y 
•J 7- 3 • x^y -;ut S 7J£cd-£j& : 

l-(5-T$y-2, 4-'^7Wd7x^) -8-?dd-6, 
7^a- 4 1, 4 -i>b Kn*y U 7- 3 -*^jK>K6 0 Omg& 

^;-^T; 76 0 0mg£2 5 0 0mg©f'J ^7ICjin^ 5 0 *CT 1 W£ 

x^y-;k ^^77-nh7Ux-r;l.©IHl^\ ffifb^tt 6 0 3 mg£&fe$ 

: 153-156°C 
'H-NMRCd'-DMSO)^ : 
2.63(m.2H), 3.41(m.2H). 3. 54(brs. 4H). 4. 85(brs. 1H), 5.41(brs.2H). 
6. 18(brs. 1H), 6. 92(t. J=8Hz, 1H), 7. 36(t, J=llHz. 1H), 
7. 92(d. J=14Hz, 1H), 8. 30(s. 1H) 

mm\ 4 9 

1- (5-T~y-2, 4-i?7Wn7i-;b) - 8-^nn-6-7W 
n-7- (2-t Ko+yxf;i/7; y) -4-^*^7-1, 4-^tKn + y 
'J 7- 3 -#;i^'7@|©£j& : 

l-(5-T = y-2, 4-i?7WD7i-;b) - 8-?oo-6, 7-:7 
77U^-a-4 -^-^V- 1, + y 'J 7- 3-#;l/#7^2 0 Orag, 

3^9 J-)lTl 7 3 5mg^C» 'Jif/l'T ^ 72 0 0mg£6 0 OmgCDfJ -77(r 
fe, 5 O'CT'l 5B#FB^m^L^ 0 iETi:IHU/:o ^(I3^©x^y- 

fr&to^tzohmEETtzmm-rzwiftz 2 urn oil Ltc 0 nmz 1 ^©x ^ j - 

^^JD^/Co W»*MU x^y-;^ f;t/X-x;KDWl(i^\ 
fll£fL£tll 8 8mg«?|fe^tLT#/c 0 
16* : 215-219°C 
'H-NMR(d 6 -DMS0)(5 : 

6 8 
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3.56(brs.4H). 4.86(br. 1H), 5. 44(brs, 2H). 6.37(br, 1H), 
6.98(t. J=8Hz.lH), 7.39(t.J=llHz.lH). 7. 95(d. J=14Hz. 1H). 
8. 47(s. 1H) 

mm\ 5 0 

1- 5-i?7Jl*nt'i)i?>-2-4&) -8-^on- 

G-yjlta-7 - (2-t Kn*5/xf-;U7$ J) -4 -^+7-1, 4-*7 

1- (6-T5/-3, 5-^7;t/^Dh 0 'J^>-2--f;l/) -8-^nu- 
6, 7-^7Mo-4-t+7-l, 4-ytKn+;'J>-3-*^>» 
3 0 OmgRtfx^y-^y $ >3 0 Omg£l 3 0 Omg© t'U 7>{Cfin^ 5 0°C 

2 9 omg^m^n^tbxmzo 

m& : 21 8-221 °C 

'H-NMR(d e -DMS0) <5 : 
2.64(m.2H). 3.41(m.2H), 3. 54(brs. 4H), 4. 89(brs, 1H), 6. 19(m. 1H), 
6.73(brs,2H), 7. 90(d. J=14Hz, 1H), 7. 94(t. J=9Hz, 1H). 8.49(s.lH) 

mmi 5. 1 

1- (5-T$y-2, 4 -^7Wd7x^) _ g _/7 no _ 6 _ 7;t/ ^ 
n-7- (2-hKn + i/-l-yf;l,xf;i / 7i;) -4-**7-l, 4- 
7b + 7 'J 7- 3 -tiJltfym®&f& : 

l-(5-T = y-2, 4-^7Atn7i-;l/) -8-^dd-6, 7-7 
7^0-4-^7 - 1, 4 -7b Kn^y U >- 3-#;l^>^2 0 Omg& 
O'2-T^y - 1 -7n/V-;t/2 0 0mg£7 0 OmgOh°'J 7 7(IJ[Jx., 5 0°C 

viwm^mwbtio 2 o omgcDjiJtg^jDx., i±Ti:iiw; 0 mmzzmd 

6 9 
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US : 153-158°C 
] H-NMR(d 6 -DMS0)(5 : 

1.1 7(d. J=7Hz.3H),3.47(m.2H). 4.04(m.lH), 7. 04(t. J=9Hz. 1H), 

7.41(t.J=llHz,lH). 8.01(d,J=14Hz.lH), 8.50(s,lH) 

mm 5 2 

1- (6-TS7-3, 5 -^7WDh'iJ 77- 2 --OL0 -8-?oa- 
6-7;U^-a-7- (2-hFn + ->-l-^f;l/iW;y) -4-^*7 
-1, 4 - i^h + 7 'J > - 3 - *;i/^>i©M : 

1- (6-7;;-3, 5 -77;l/*nh°>J 77-2-^/10 -8-?ua- 
6, 7-77;t/^-n- 4 -^-+7- 1, 4 -7t F'a^V 'J 7- 3 -#;M7^ 
3 0 0 mgSO' 2 — T $ y — 1 -~fuj<j —J[/A 0 0 mg£ 1 2 0 .0 mg© t° 'J 7 7(1 
JP^ 4 5'CT'l 6B3TO#L/c 0 6 0 0 ngOJftt&BtelUlx., ffiETClibf^ 
^(;2^0xj7y-;t/^finx./c o tfM^M. 7^77nh7l/ 
x-t;KDHIk&k f*Efb£^l 6 8mg^fe^ttT#/c 0 
M.& : 227-231 °C 
'H-NMR(d 6 -DMS0)<5 : 
1.17£d, J=6Hz,3H), 3.47(m,2H). 4.05(ra, 1H). 5. 78(d. J=8Hz, 1H). 
6.78(brs,2H). 7. 96(t, J=9Hz, 1H), 7. 99(d, J=13Hz. 1H). 8.75(s. 1H) 
iWJ3 7 

8-?na-6, 7 -i?7J\,*n- \ - [3, 5 - 77/k*D- 6 - ( 2 - h 
Ka^7xf-;l/T$ y) t°'J 7 7- 2 ->f ;b] -4-^+7-1, 4-7fcF'n 

+y 'J 7- 3 -tuitfym®&®. : 

xf-;|/ 8-^nn-6, 7 - i?7)\,*a - 1 - [ 2, 4-77;U^o-5- 
(2-t Ka + 7xf-;UT ^ y) h° 'J 7 7 - 2 - W Jl] -4-**7-l, 4- 
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®mm (i : k v/v) irjp^ 2^w«^aagLfc„ 2^©*ff#*fli;ifc' 

HkM : 160-163°C 
'H-NMR(d e -DMS0)5 : 

3.46(m,4H), 4.08(t. J=6Hz. 1H). 7.20(m,lH). 7. 80(t, J=10Hz. 1H), 

8.39(t. J=9Hz.lH), 8.93(s.lH) 

mmm 5 3 

8-^no-6-7 ft* d - 1 - [3, 5 - i?7ft*a - 6 - (2-fcKn* 

^w^) eyy>-2— c^] -7-/f;b7i;-4-t+v-i, 

4 -i?b Kn^y 'J 7- 3 -#;U#7$?©£$ : 

8-?on-6, 7 - *JZ> ft*n - 1 - [ 3 . 5 - >JZ)ft*u - 6 - ( 2 - t 
Kn + S'xf-^TSy) fij i?7- -4-^-^7-1, 4-5>fcKo 
*7 'J >-Z-*)\,tf>WL2 5 Omg&O^f-^T* (ft 4 0 90 3 g£ 

4 »0©-r 7 7°n tVH^b 3 - Olefin X., *fi"C 1 5 B#Pb1» L/c q «ETC»t& 

7°n tTAx— r^OAIiK&K *iBfb&&l 7 5 t UTfffc, 

16* : 20l-205°C 
1 H-NMR(d 6 -DMS0)<5 : 

3. 13(dd, J=5Hz,8Hz.3H), 3.47(m.4H), 6.64(m, 1H), 7. 13(m, 1H). 

7.94(t.J=10Hz.lH), 7.94(d.J=14Hz.lH). 8. 63(s. 1H) 

mmm 5 4 

1- (5-7;;-2, 4-^7Mo7x^) - 6 - 7ft*a - 7 - y f- 
> J - 8 - y. 3- ft?* - 4 - V - 1 . 4 - h Ko + y u 7 - 3 - tift 

7 1 



WO 98/23592 



PCT/JP97/04326 



l-(5-T$y-2, 4-i?7WP7x^) -6, 1 - >J~> )liru - % 
4-**V- l, 4-S>t Kn+y »J>-3-*;UsK>»5 Omg 
£f'Ji?> 1 0 OmgfrjDx/io 4 0 96^*7$ >7jcgjftl 2 Omg&dU*., 

iik.& : >232°C (#$P) 
1 H-NMR(d 6 -DMSO) <5 : 

1.89(s.3H). 3.16(t.J=6Hz.3H). 5. 37(brs, 2H), 6. 78-7. 00(m, 2H). 

7.36(t.J=llHz.lH), 7. 94(d. M3Hz.H0. 8.40(s.lH) 

mmm 5 5 

1- (5-7$y-2, 4-i?7;l/to7x-A) - 6 -7Jll*o- 8 -y h 
*^-7-y^;I/T$y-4-^+7-l, 4->>h Kn + y >J >-3-*>U# 

1- (5-7;;-2, 4-^7Mn7x-;i) -6, 7 - i?J)liru - 8 
-y h**>-4-*4 t 7- I, 4-S>k Ka+y >J >- 3-#;l/*'>@£l 0 Omg 
(C, f 'J ^ > 2 0 0 mg&tf 4 0 % y f-;l/7 ^ >?mm 2 0 0 mg£Jn>U 5 0 °CT' 

/Co 

If!* : 225-227°C 
•H-NMRCd^DMSO) 5 : 

3. 02(t. J=5Hz. 3H). 3.15(s.3H). 5. 38(brs, 2H). 6. 41(brs. 1H). 

7. 14(t. J=8Hz. 1H). 7.31(t.MlHz,lH). 7. 78(d. J=13Hz. 1H). 

8. 39(s. 1H) 
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mm\ 3 a 

1 - (5— T^y — 2, 4-^7Md7x-;I/) - 8-^od-6, 7-7 
7;Uxhn- 5 -y^;b-4 -**7- 1, 4 -7t F'n + y ij y- 3-fijlf;y 

3-?Jl l-(5-T$y-2, 4-77;ltD7x^) - 
7-77;l/*n- 5 -yf7U- 4 -**7- 1, 4 -i?t Fa4V 'J 7- 3-77 
;Utf>7U- h 4 0 Omgtr. 1 2$£i^ 1 o^inx., S&f^TT-BftJfft 

©*IEffc/£$l2 3 0mg^f/c o 
l!* : 271-274°C 
'H-NMR(d 6 -DMS0) 6 : 
2.83(d,J=3Hz.3H), 7.02(t, J=8Hz, 1H), 7.42(t, J=llHz. 1H). 8.61(s,lH) 

mmm 5 6 

1- (5-7;;-2, 4-^7Wo7x-A) - 8-?dd-6-7W 
o-5-yfA-7-yWi7-4-t+7 - 1, 4-ytKn + ; ij>- 
3 -ft;t/^>$?©£j& : 

l-(5-T$y-2, 4-y7^tD7x-;l/) -8-?od-6, 7-7 
7^o-5-y^;U- 4 -**7- 1, 4 -7t Kn + y 'J 7- 3 -#7btf'7 
i5.0 mgd t° 'J 7 7 2 0 0 mg&tf 4 0 % J i 77jcj§^ I 6 0 mg^SHx.. g 

UT-mmwbtco mm^mi±T^u mmzx.?j-)io. s^jd^ 

0rHJLA:@tt£»]RU: o Bft£x*y-;k 7x^;ux-r7UT'ft#U life 

: 239-246°C 
'H-NMR(d e -DMSO) 6 : 

2.75(d. J=3Hz,3H). 3.11(m.3H). 5.39(brs.2H). 6. 57(brs. 1H). 

6.87(t.J=8Hz.lH), 7.37(t.J=llHz.lH). 8.38(s,lH) 
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mum 5 7 

1- C5-T^y-2, 4-^7;l/tD7x-/l.) - 6-?dd-8-7M 
D-7-^fA7;;-4-t4 l V-l, 4-5>k Kn*y ij >- 3 

1 - (5 -T $ y - 2, 4-^/l/to7i-;l/) - 6-^dd-7, 8-^ 
1, 4 -SJk Ko+y 'J >- 3 -*^tK>» 1 4 Omgic 
fj^>2 0 OmgM'4 0%y^;UT$ >7K«1 6 Orag^Jn^ gfiT'-BfcfK 

Btt*aURU x^y-;k yxf-^x— f-;i/T?ftfrLfc 0 Hffe»*oai^t^ 

#14 7mg£#fco 
gft.& : >280°C 
'H-NMR(d 6 -DMS0)5 : 

2.98(t.J=6Hz.3H). 5. 45(brs, 2H). 6.43(brs, 1H), 7. 10(t. J=8Hz. 1H). 

7. 40(t, J=10Hz. 1H), 8. 05(s. 1H). 8. 47(s. 1H) 

mm 3 9 

1- (5-T^y-2, 4-^7^071-;!/) - 7 -yjl-ta- 6 - y f- 
;i/-4-**v- 1, 4-^t Kn+y 'J >- 3 : 

l - (5-ter t-7*h+y*^-;t/Ti;-2, 4 -Via,* 

o7x^;l/) - 7-7;t/^-a- 6-y^;l/-4 -^+7- 1, 4-^hKn + y 

<j >- s u- h 4 o Omg(r i 2 5 «#£Jq>l fin*MKftT*e 

: >280°C 
'H-NMR(d e -DMS0)5 : 
2.42(s.3H), 7.02-7. 11 (m.2H), 7. 51(t. J=llHz, 1H), 8. 37(d, J=8Hz, 1H). 
8. 83(s. 1H) 
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mmm 5 8 

1- (5-T$y-2, 4-^7WD7x-;i/) - 6 -y^;t/- 7 -y^;u 
J - 4 -*+7- 1, 4 -2>t Ko + y 'J >- 3 -^;t/^>i?©^fi5c: 

1- (5-T=y-2, 4-^7;PtD7i-^) - 7-7Jl*a- Q -yf- 
;U-4-t + 7- 1, 4-^t Kn^V U>-3-^;l/^>^3 Omgd^y^t/ 
X;U**->Kl 0 OmgSO'4 0%yf^7; >tK^5 0 mg£i[]/tT 4 (TOTS 

u/c 0 tmmi^om^it^ 1 1 mg^t^ 

Mj^ : >280°C 
'H-NMR((1 6 -DMS0)(5 : 

2.23(s,3H), 2. 60(d. J=4Hz, 3H). 5. 52(brs. 2H). 5.79(s.lH). 

6. 06(brs. 1H). 6. 99-7. 10 On. 1H). 7. 50(t. J=llHz. 1H), 7.95(s,lH). 

8. 56(s, 1H) 

mmm 5 9 

l-(5-T$y-2, 4-i?7Jl/tD7x^Jl/) -6-7Atn-5, 8- 
'JM-)l~ 1 - t=f)lTU - 4 -**7- 1, 4 -5>t Kn*y >J >- 3 

1 -.(5 -T ^ y - 2, 4-^7AtD7x-;l/) -6, 7 - ^7;i^a - 5 , 
8 -^y^;U- 4 1, 4 -i?t Kn + y 'J >- 3 1 0 

mgtr f'jy> 3 0 0 mg&O' 4 0 % / ^JlT I >*»iK 1 5 0 mg^tJPx., 4 0 °CT 

8 a Minmm btco *JS^*«ETSf* U aacx^ y o . 5 «flni;L 

SHIfflttltLfco *ftttLfc@ft*atJRU x*y-;U % S?xf-;|,x-f-;UTifc# 

Si* : 247-253°C 
'H-NMR(d 6 -DMS0) S : 

7 5 
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1.63(s.3H). 2.73(s.3H). 2. 99(t. J=5Hz. 3H). 5.43(brs.2H). 
6. 04(brs. 1H). 6. 85(t. J=8Hz. 1H). 7. 41 (t. J=llHz. 1H), 8.42(s.lH) 
4 0 

1- (5-TS/-2, 4 -y,7Jl*v7 x-Jl) - 7 -7;U:tn- 6 
)l- 8--ho-4 -**7- l, 4-^tF*o+; 'J 7- 3 -:fr;M?:/ft©£ 

x^A> 1 - (5 - t e r t -7 hJ-isX )1#-JIT i J - 2, 4-i?7J\,t 
D7x-;|/) -7-7^tn-6-/f;l/-8--FD-4-t4 1 V-l 1 4- 
Kn*y»J 7- 3 -* u- h 2 7 OmgK, 1 2S«i6tt2«l*ftl^ 

If!* : 236-242°C 
l H-NMR(d 8 -DMS0) (5 : 

2.49(d,J=2Hz,3H), 6. 97(t. J=8Hz. 1H). 7. 36(t, J-llHz. 1H), 

8. 62(d. J=8Hz, 1H), 8.72(s,lH) 

%mm 6 0 

1- (5-7;;-2, 4-^7i^D7x^l/) - 6 - /• 7 - /• 

T $ y - 8 --Ha-4 -**7- 1 , 4 -S>t Kn + y y 7- 3 -fc^tfyS 

1- (5-T5y-2. 4-y7Ato7x-^) - 7 - 7;U^-o - 6 - / f- 
Jl- 8 ha- 4 -*^7- 1 , 4 -2>h Kn + 7 U 7- 3 -*;UsK>»7 0 
mgic tr 'J 7 5 0 0 mg&a' 4 0 % * ?JlT I 7zfe£itt 3 0 0 mg£-Jnx. s 4 0 W 

-mmmw uz 0 9 / mxji** -> k 1 0 m&toz.. 4 0 °c-c 5 mmmw u 

£MUc 0 x^y-;k WAx- r;UT^UT> mt»^<DIRCfb#tt 
5 3mg£l#fc 0 

7 6 
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lA& : 238-24 1°C 
'H-NMR(d 6 -DMS0) 6 : 

2.34(s.3H), 2.68(s.3H), 5. 40(brs. 2H). 6. 83(t. J=8Hz. 1H), 

7.31(t. J=llHz. 1H). 8. 12(s, lH).8.40(s. 1H) 
###J4 1 

x^;u 1 - [5 - (N- t e r t -7* / j-jit i 

J) -2, 4-^tD7xiA] -6, 7-5*7^*0- 8 -*?7U- 4- 
**7- 1, 4 -$>t Ka + y 'J 7- 3-#;l/#Mr^U- h©-£$ : 

1 - (5 - t e r t -7Y*?*/iiA,#=.)V7* J - 2, A-'Jz>)lt 
□ 7x-;l/)-6, 7-^7;l/^-n-8-yf-;U-4-^-+7- 1, 4-7hK 
D*;'J>-3-**#*i/l/-M. OgC, N, N-i?/m^7;K 
4^fi»*»J^A0. BgSO'a^fAO. 6g£Jj|l/U 6 0"CT-»M1 

U &fe$*©flEffc£tl4 1 0mg^#/i o 
: 217-21 8°C 

'H-NMR(CDCi 3 ) 6 : 
1.34-L50(m,12H), 1. 81 (d. J=3Hz, 3H). 3.22(s,3H). 4. 41 (q. J=7Hz, 2H), 
7.150.J=9Hz,lH), 7. 30-7. 4Kra. 1H). 8.250. J=10Hz. 1H). 8.34(s.lH) 

##0»J 4 2 

6, 7 -^7;t/*n- l - (2, 4 -77;l/*cr- 5 ~/f-JlT i J 7x- 
;U) -8-^;U-4-**7- 1, 4-^hFDt; i J>-3-*^>i® 

x^;u 1 - [5 - (N- t e r t -7* h*-7#;l/fe;U-N- * 1-)IT I 
J) -2, 4-^7/btD7x^] -6, 7 -^7Md- 8 4 - 
**7-l, 4-'7hFa + y l J>-3-^;U^>i/U-h4 0 Omgtri 2$£ 
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mm* 4 mem*., ummmr s Brmwuzo ®#&mtoitc 0 ^ j 

Mj& : 237. 5-238'C 
'H-NMR(d 6 -DMS0)(5 : 

1. 85Cd. J=3Hz, 3H). 2. 70 (s. 3H), 7. 12(t. J=8Hz. 1H), 7. 49(t. J=10Hz. 1H). 

8.27(d.J=10Hz.lH). 8.72(s. 1H) 

nmme 1 

(2, 4-^WD-5-yf;b7;;7x^) -8 
-^f-^-7-yf-;UT5y-4-**7 - 1, 4-^h Kn4v ij >- 

6, 7 -^7;U^-o- l - (2, 4-^7Wn-5-^;b7U7x 
-8-/f-;U-4-**y- 1, 4-^hKD+;ij>-3-*;ut:>® 
8 0 mg, f »J if > 3 0 0 mg&O* 4 0 % /• ?)IT i 1 5 0 mg^Jn^L 4 0 

: 220-222°C 
l H-NMR(d 6 -DMS0)<5 : 

1.68£s.3H). 2.70(d. J=5Hz.3H). 3. 02(t. J=6Hz. 3H), 6. 00(brs. 1H). 

6.07(brs.2H), 7. 04(t, J=8Hz, 1H). 7.45(t. J-HHz. 1H), 

7.84(d. J=13Hz,lH). 8.59(s, 1H) 
ftJfcfll 6 2 

7-T'y-l- (5-T$y-2, 4-^7Wo7x^l/) -6-/h* 
8-/^^-4-^-^7- 1, 4 -^t Kn+y >J >- 3 

xf-;t, 7-7;;-l - (5-tert -? )\,#-)\,7 I J - 2, 

7 8 



WO 98/23592 



PCT/JP97/04326 



4-^7WD7x-^) - 6 -/ b*i/- 8 4 1, 4- 

Mj£ : >266'C ($M*) 
'H-NMR(d e -DMS0)<5 : 

3.98(s,3H), 6.99Ct.J=8Hz.lH), 7.43(t. J=llHz, 1H). 7.55(s.lH). 
8. 38 (s. 1H) 
HM^J 6 3 

1- (5-T$y-2, 4-^7Wo7x^) -6-7;l/tD-8-hK 
n^>y^;U- 7-/^;l/7S y-4-**V- 1, 4-2>fc Kn^y «J>-3 

l-(5-T$y-2, 4--^7AtD7x-;l/) -6, 7-^7;U^n-8 
- t Ko + ->yf-;l/- 4 1, 4-2>h Fn+y 'J >- 3 -j^MOU 

1 0 0 mgK f 'J > 3 0 0 mgW 4 0 % / f-;l/T 5 1 5 0 mgS-flU*., 

4 0"C-CH!fcflt#LA:o «S«t**9*U »tt{rs>xf-;Ux-r;U*lD^ ±S 

it* : 243-248'C 
'H-NMR(d 6 -DMS0)<5 : 

3.07(m.3H). 4. ll(d. J=12Hz. 2H), 4. 84(brs. 1H). 5. 42(brs, 2H). 

6.27(brs, 1H). 7. 01(t. J=8Hz. 1H). 7.35(t. J=10Hz. 1H). 

7.88(d. J=14Hz. 1H), 8.41(s.lH) 

mmm 6 4 

l- (5-T = y-2, 4-^7;i/tD7x-;i/) - 8 -y 7 -y^;u 

7;;-6--Fn-4-t+7- 1, Fn*y 'J >- 3 -ft 

7 9 
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: 

1- (5-T^y-2, 4-^7;l/tD7x-il) - 7 -yj\,jra- 8 - yf- 
;U- 6 -- ha- 4 -tf-*7- 1 , 4 -9h Ko*y ij >- 3 -#;t/tf'7^ 
2 2 0 mg(C b° 'J > 5 0 0 mg&tf 4 0%^f^7; >7jc}gfl£ 3 0 0 mg£J&DX., 
4 0°C-e3B#F B l g)ST2BTO^L/co ^x^;Ui-x;^Jnx.T«^U ± 

N, N-im-Jl*Jll,Ti K^^ h b hU ^lfe©^0^lBfk^ 1 9 Omg 

ife* : 275-281 °C 

1 H-NMR Cd 6 -DMS0) 6 : 
1.75(s,3H), 2.80(d.J=3Hz.2H), 5. 51(brs. 2H). 7. 02(t. J=8Hz, 1H), 
7. 27(brs, 1H), 7. 45(d, J=llHz, 1H), 8.55(s, 1H). 8. 66(s. 1H) 

mmm 6 5 

7 — T ^ y — 1 — (5-7;;-2, 4-^7ibtD7x-;l/) -8-^5^1/ 
- 6 -— hn- 4 -*+7- 1 , 4 - i^h + 7 U >- 3 -ii)l<tf>m®& 
: 

1- (5-T$y-2, 4-;7il/tD7i-^) - 7-7>>M-a- 8 -yf- 

1 0 0 mg(C h° 'j > 1 . 0 flrf&tf 2 8%7 > tr-TTk 1 0 0 mg^jSin*., 5 0 °CT 

2 B Fb1» L/co 2 8 %T >^xy 7 Jc 0 . 5 af&Ih] U £ bir 5 0 °CT— Bjfejf 

<fc^J5 9mg£#/i 0 
Hi* : >280°C 
'H-NMR(d 6 -DMS0)<5 : 
1.70(s.3H), 5.48(brs.2H), 6. 92(t. J=8Hz, 1H). 7. 39-7. 58 On. 3H). 

8 0 
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8.26(s,lH). 8.87(s,lH) 
##0»J 4 3 

1- (5-7*7-2, 4-^7Wd7x^) - 7 -7Jl*a- 8- J? 
;U-6--hn-4-**y- l, Ko4V 'J >- 3 -*;U#:/»0£ 

x^;u 1- (5-tert-7'h*^^f-;!/7;y-2, 4-2>7;M" 
7t Kn+yjy-3-^;u^+->b-h2. ogci 2££&iSn o»fl£Jn;U 

Mj& : 250-252°C 

'H-NWKd'-MISO) <5 : 

1.86(d.J=3Hz.3H). 7. ll(t. J=8Hz. 1H). 7.48(t. J=10Hz. 1H). 8.71(s,lH), 
8. 92(d, J=8Hz, 1H) 

mmm 6 6 

1- (5-T^7-2, 4-^7Wo7i-^) - 7 -X-^JIT i J - 
}=f-)l- 6 --ho-4 -**7- 1 , 4-i^h + 7 >J >- 3 -#;t/#:/®? 

1- (5-T$y-2, 4-^7Wo7x-;l/) - 7-7}l7fa-S-jJ- 
;U- 6 - — h □ - 4 - V - 1 , 4 - -7 1 Ka + y ij > - 3 - f, 
1 1 0 mgK f'jy> 3 0 0 mg&O' 7 0%xf;l/7; >7K&?& 1 5 0 mg^SDX., 

l!* : 250-254'C 

8 1 
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'H-NMR(d 6 -DMS0)(5 : 
1.34-1. 500b. 3H). 1.75(s.3H), 3.73-3.86(m,2H). 5. 47(brs. 2H). 
7.25-7.37(m.2H), 7. 42(t. J=llHz. 1H). 8.29(s, 1H). 8.71(s.lH) 

mm 4 4 

x^;l/ l-(5-T*y-2, 4-^*tD7x-A) -8-^no-6, 
7-^7;i/^a-5-y^-4-^+7- 1, ij>_ 3 _^ 

3-7an-2, 4, 5 - MJ 7Ato- 6 -/fMV^;i/glxf ;U 
*f\rt/6 0 Qm&zmTkWme 1 3mgSO'^-;Uh«h ijxf-;[ / 4 5 Stag&tto*., 

Ltz 0 mmfctunMi+Ztdzm^ N- t e r t -7V*i/itjj\,tfz.)\,-2, 
4-i?7WD-m-7x-l/>-?7; > 4 9 0 nig©? dd^^a 5m£m&$:ffi 

A^nvh^^7^-CftU ftSifA:Mf>=l : 1 0 0*ffi»J:"l)tt 
tt©<b£«ll. 1 g£#/c 0 $ t>tltz<t&to£*<DN, N-^yf-;U*;UAT$ 

1 : 2 ©&&£&<£ 0> «flfe7t^7 T^©«Eft^«4 3 0mg£ 

•H-NMRCCDCis) 5 : 

1.37(t,J=7Hz.3H). 1.5KS.9H). 2. 88(d. J=3Hz, 3H), 4. 38(q, J=7Hz, 2H). 

6. 78(brs. 1H), 7. 05(t. J=10Hz, 1H), 8. 28-8. 34(m, 2H) 
«M4 5 

if-;!/ 7-T^K-l - (5-ter t -7* h + ->*;i/^-;l/T ^ y - 2, 
4-^7;l/tn7x^) - 8 -7 do - 6 -7^^"n- 5 -yf\/U- 4 - 

8 2 
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V- 1, 4 -yt Kn + y 'J >- 3 hO^fiic : 

xf-;i, 1 - (5 - t e r t -zrv*^ti)l#-)lT i J- 2, A-9z>)l* 
ayx—JV) -8-^on-6, 7 -i^l^n- 5 -jf-Jl- 4 -^-+7- 1 , 

$ K2 0»«gffi^ T^fb-f h >J^A5 0 Omg^jD^ 7 0 XT' 4 WJlli&jfft 

n*;UAT3gffiU »fetttt©a«E<fc#<Kl 1.75 g^f#/c c 
! H-NMR(CDC^ 3 ) (5 : 

1.37(t,J=7Hz,3H), 1.51(s.9H). 2. 86(d, J=3Hz, 3H). 4.88(q. J=7Hz, 2H), 

6.77(brs.lH), 7. 02(dd, J=9Hz, 10Hz. 1H). 8. 13-8. 25 (id. 2H) 

m^m 4 6 

xf-;i/ 7-7i;-l- (5-tert-7h + ^M^l/7;;-2, 
4-^7il/to7x-ib) - 8-7DD- Q-yj\zta-5-/i-J\/- 4 -*+ 
7- 1 , 4 - t Kn + y >J >- 3 -*JU$*i/V- h©£j& : 

xf-;u 7-Ti^K- 1 - (5 - t e r t-7'h^>*^t^7;;-2 ) 
4 -^7Wn7i-^) - 8-7D0- Q-7Ma- 5 - 4 - 

7-1, 4-^tKn+yij>-3-*;UsK+*>b-M. 75gOy^;-;l/ 
9ml»ttic % TkSft/^^/.-flHRl 8 QwZMz.. 7jc£&8fcT\ 1172^ 

T&ffl U W^ttOfcEftett 1 . 7 5 g £f»fc 0 
'H-NMR(CDCi 3 ) <5 : 

1.37(t.J=7Hz.3H), 1.50(s,9H), 2. 83(d. J=3Hz, 3H), 4. 37(q. J=7Hz, 2H), 

4.65(brs.2H), 6. 75(brs. 1H). 7. 01(t. J=10Hz, 1H), 8. 07-8. 25(m, 2H) 

mmm 6 7 

I 

8 3 
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- 6 -7fr*a- 5 4 -;f*V- 1, 4 -2>k Ko*7 'J 7 - 3 - # 

7AtD7i-;l/) - 8-?dd- Q-7J\/to- 5 4-^+7-1, 
4 -:7k Kn + y U >-3-*;M?*->l/-M. 7 5gfcl 2&£i£i&5^£ 

sax. ira&sarF; -mmwhtzo m%'&, 2o%7m<ti-h i )^A7mmT^ 

*0«Efk^»5 7 0mg£f#/c o 

: >280°C 
'H-NMR(d 6 -DMS0)5 : 

2.75(d. J=3Hz.3H), 5. 40(brs, 2H), 6. 85-7. 00 On. 3H). 7. 37(t. J=llHz. 1H), 

8. 39(s, 1H) 

mmi 6 8 

1- (5-75. J - 2, 4-^7^07x^1) - S-^na- Q -yjlt 
o-7- (2, 2, 2-h»j7;U^-nx^;bT^7) -4-^*7-1. 4-5> 
k Ka+y U >- 3 -357;UsJ<>K©^jK : 

l-(5-T$7-2, 4-^7il/tD7x-;i) - 8-?dd-6, 1 -i? 
7;U^P.-4-^"+7- 1, 4-i?fc Ka+7 ij >- 3 -#A^7$n 1 OmgK 
2, 2, 2 - h 'J 7A/toxf;b7 5 7 5 Omg&O'k'J ^> 3 0 Omg£iHJ;U 
4 0°C-e2 BHHl#l/fco 2, 2, 2- h ij7Wnxf^7; 7 5 0 mg^ilfln 
U 4 0TC7 2Blllffl/fc, ^x^;ux— f;U*ftlX.Ta#U ±S#£l!fcto 
/Co *fffiLfc0tt*«ORU x^7-;U"Cz5fe^bT. iife»*CDSiE<k^ft 9 0 
mg£*#/c 0 
Ife* : 240-24 1"C 
1 H-NMR Cd 8 -DMSO) <5 : 

8 4 
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4. 19-4.360n.2H). 5. 46(brs, 2H). 6. 94-7. 08(m.2H). 7. 39(t, J=llHz. 1H). 
8. 07(d. J=14Hz. 1H), 8.51(s. 1H) 

mm\ 6 9 

7- (N-2-7;yxf^-N-yf^7;7) -1- (5-7^7-2, 
4-;7^tn7x-;l/) -8-^oD-6-7^tn-4-t+V-l, 4- 
i>t Kn + y ') 7- 3 >»©^JK : 

N-y^l/Xf-l^^T * 7 1 7ag&tf HJx^;[/7i7 3 5mg£T-trh^-h 
')Jl5miizm^ 6 0rrfi0**#WD&<& 1 - (5 -7; J - 2, 4-77^ 
tn7x^) - 8 -?on- 6, 7 - ^7^n - 4 -^+7 - 1 , 4--7t 
Kn*y >j7-3-#;M7®rl OOmg^UX., 2 B#»1l&Ii5?c Uc 0 

Efb^ 4 0 mg&mm&ffifct LXntz 0 
m& : 186-194°C (#8?) 
'H-NMR(d 6 -DMS0)(5 : 

2.33(s.3H), 2.79(br.2H), 5. 45(brs. 2H), 6.96(t, 1H), 

7.37(t.J=llHz. 1H). 7.96(d.J=14Hz,lH), 8.44(s. 1H) 

mm 7 0 

5-TiJ-l- (5-T$y-2, 4-^7^to7i^l/) -8-7na 
- 6 1 -t=f-)l7 I J - 4 -^y- i , 4 Ko + y 'j >- 

5-TS7-1- (5-T$y-2, 4-i?7Wo7x^l/) -8-^nn 
-6, 7-^7;M-n- 4 -**7- 1, 4 - SJk Ka+y •! 7- 3 -#;l/#7 

®n o o mgsov f-^r * ymm. 8 2 mg£ t* »j -7 7 1 mficfin*.. 3 0 °ct- 4 b m 
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: 246-255°C (#8?) 
'H-NMR(d 6 -DMS0) <5 : 

3.08(s.3H). 5.38(brs,2H), 6. 25(brs, 1H), 6.870n,lH), 7.34(m,lH). 
8. 24Cs. 1H) 

mmm 1 1 

1 - (b-TiJ-2, 3, 4-h'j7WQ7x-A) - 8-^dd-6- 

7^tn-7-yf;b7;y-4-t+y-i, Ko*y »j >-3-# 

l-(5-T*y-2, 3, 4-F'j7^tn7x^;i/) - 8-^dd-6, 
7 -2>!7;k*-n- 4 -**7- 1, 4 - 'J t Kn + ; ij >- 3 
1 0 0 mg&tf 4 0 % / *A,T i 8 8 mg£ f 'J ^ > 1 affcHniU SfiT 2 B$ 

HL& : 238-241 8 C 
'H-NMR(d 6 -DMS0)(5 : 

3.35(s.3H). 5.80(s,2H), 6. 68(brs. 1H), 6.79(m. 1H), 

7.98(d.J=14Hz.lH). 8.57(s.H0 

mmm 1 2 

1 - (5-TSy-2, 3. 4 - h >J 7WD7x-;l) - 8 - 
7DD-6-7Wn-4 1, 4 -5>k Ko^y 'J >- 3 -#4/tf*> 

: 

*-?Jl 1- (5-ter t-7'F + ^^'-A7;;-2, 3, 4 - h U 
7;l/ta7i-il/) - 8- JDD-6, 7-^7;i/^n-4-^-+7- 1, 4- 
2>fc Ko+y 'J>-3-#;U*>->u-h3 0 0mg£^y^;!/X;t,*+i/K5^ 
fcfiH*. T ^ffc-f h 'J ^ a 4 4 mg£4 v L1* ofti*., gfiT-ff&afo 6 0 °CT 4 
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@f*£flSJRU 7-T^K-l- (5-tert-7h + ^;W-yb 

TiJ-2, 3, 4-h'j7;btD7x^;l/) - 8 6 -7 Jit a- 4 

-**7- 1, 4-5>k Ka^y 'J >-3-^;U^+^U-h 2 0 0mg£l#/c o 

1 4 0mg&mmm*tLxfttz o 

m& : 166-171"C (#0) 
! H-NMR(d 6 -DMS0)<5 : 
6.83(ni. 1H). 7.96(d,J=llHz, 1H). 8.58(s.lH) 

mmm 1 3 

1- (5-T~y-2, 4--^7^tD7x-A) - 8 -?an- 7-xf-;U 
TIJ - 6 -7;kta- 4 -*+y- l, 4 -i>h Kn + y U y- 3 
: 

l-(5-T=y-2, 4-^7itD7x-;b) - 8- ?nn-6, 7-^ 
7;U*a- 4 1, 4-$>b Kn + y >J >- 3 0 Omgd 

t° 'J -7 > 2 0 0 mg&tf 4 0«y^7; >7jc&$ 2 5 0 mg£Jnx.> 7 0 'CT—Bfc 

8 7 mg^gfe^^ t LT?#/i 0 
Mj& : 252-255°C 
1 H-NMR(d 6 -DMSO)£ : 

1.03-1.09(m.3H). 3. 36-3. 51 Go. 2H), 5.45(s.2H). 6. 58-6. 64(m, 1H). 

6. 97-7. 04(m. 1H). 7. 35-7. 43(m. 1H). 7. 98(d, J=14Hz. 1H). 8. 46(s, 1H) 
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mmm 1 4 

1- (5-7;;-2,. 4-^7Wo7x^l/) - 8 -J JO* a - 7-1^ 
)17xJ-A -**7- 1, 4 -J?t + 7 'J 7- 3 -*^sJ?>»©^fig : 

4 0%yf-;bT^ 0 OiDgSO'l - (5-T$y-2, 4-77;!/* 

D7x— 40 -7, 8 -77;U*n- 4 -**7- 1 , 4-$>kKo4V'J>- 
3 - ij M ym 1 0 0 ng£ f 'J 7 7 2 ^dSUx., gfiT* 2 l$|H|%# Uc 0 @fft& 
«ETS*U ^^y-;t/2^Snx.. @ft«LT, HEft£^4 0mg£8 

: >300°C(#j|?) 
1 H-NMR (d 6 -DMSO) 6 : 
2. 83(d, J=4Hz, 3H). 5.44(s.2H), 6. 88(brs. 1H). 7. 07-7. 13(m. 2H), 
7.40(t.J=10Hz,lH), 8. 07Cd. J=9Hz, 1H). 8.45(s.lH) 

mm 7 5 

1- (5-T57-2. 4-^7;i/tD7x^l/) - 8 - 7 n □ - 6 - 7)1* 
a-7- (2-fc Kn + 7-n-7*nt71/T^y) -4-^+7-1, 4-7L 
Kn + y U 7- 3 -#;M?7S©£jjfc : 

1- (5-7;7-2, 4 -'77;l/^-D7i— ;U) - 8 -7on- 6, 7 - -7 
7;M-n-4-:*-*7- 1, 4--7hKD + y 'J 7 - 3 -tul/tfyfjfc 1 5 Omg& 
tfl -7.5 J- 2-7*n/NV-;H 5 0mg£5 0 0mg©b°'J 77(rjD^ 4 5°C 
"CI 6W#U: 0 «ETK*»U£ 0 ^(r2^©x^y-;^Jn^/i©*, 
«ETtrWrr«li^2iaiif)SLyi:o. 1 5.0mg©**&»£;6ii;U EcfETKji 

Bfc.& : 233-236°C 
1 H-NMR (d 6 -DMSO) <5 : 
1.05(d.J=6Hz.3H), 3.45(m.2H). 3. 77(m, 1H), 6.27(br, 1H), 
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6. 98(t. J=8Hz, 1H). 7.39(t.J=llHz.lH). 7. 98(d. J=14Hz. 1H). 
8. 47(s.lH) 

nmm 1 6 

6-7)l*a-7 - (3-h Ka + '>-n-yatVl/T$y) -4-ah+V-l, 
4 -'7fc Ka + y U 7- 3 -*;l/#>»©^JS : 

1- (Q-TU-Z, 5 -77^:tak-'J 77- 2->OlO -8-?aa- 
6, 7 -77;M"D- 4 -^-+v- l, 4 -7t Kn + y 'J 7- 3 -#;l/#7$? 
1 5 Omg. 3 -7; 7- 1 --fusij-hl 5mg, h 'J xf;l/T * 7 1 1 Omg£ 
4 0 Omg©t°'; 4 (TOT 6 5 IttBliW* METCflRfl Uc q & 

Ef k^tt 8 5 mg£ftjfeffi;fc t LTf#/c 0 

Hj& : 136-142 °C 

1 H-NMR Cd 6 -DMSO ) 6 : 
1.71(m.2H), 3.48(m,2H). 3.59(m.2H). 4. 64(brs, 1H), 6.68(m.lH), 
6.77(brs,2H). 7. 96(t. J=9Hz. 1H), 7. 97(d. J=14Hz. 1H). 8.72(s. 1H) 

mmn. 7 

7 -TV ATI J - I - (Q-TiJ-3, 5-^7Uof'J^>-2-^ 
)l) - 8-^00-6-7^-4-^7-1, 4-^tKn + 7'J>-3 

1- (6-T^y-3, 5 -^7/t/to^J -77- 2 ->T^) -8-?an- 
6, 7--77;U*a-4-:**7- 1, 4 - 7 1 Kn + y ij 7- 3 -#;M?>B 
1 5 Omg, T»J;l/T^ >3 5mg, HJif7l>T$ 73 0 0mg£4 0 Omg©£'J7 
7KSU*., 4 0"CrC2l$IB N SfiT?6 3WWb/c 0 «ET{wjS»L/i 0 
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(I 2 rndOs. $ J - Jl£bQz_tz CD 5 iETC» 3 »ff * 2 EH *) jg L fc„ Hi£ 
(Cl. 5mi©x^y-;^iDx./: 0 «ftH«*aiJRU x*y-;k iMV7°at° 
;ux— r;KZ)WUc*oTx ff£f 1 0 0Bg*««fe»*t LT»^ 0 
Mj^ : 205-208 °C 
'H-NMR(d 6 -DMS0) 5 : 

4.10(m.2H). 5.07(m.2H), 5.92(m.lH). 6. 77(brs. 2H). 

6. 870o. 1H). 7.95(d.J=14Hz.lH), 7. 97(J=10Hz, 1H). 8.72(s.lH) 

mmM7 8 

1- (6-T = y-3, 5-^7;t/tDh , 'J> i >-2-'{/I/) -8-?no- 
6-7^0-4-^+7-7- (fniJ-77-3--T;b) T S 7 - 1 , 4-7 
t Ka+y ij >- 3 -fi)itfym<DGJ& : 

1- (6-7~y-3, 5-^7WDh''J^>-2-^l') - 8-^dd- 
6, 7 -77;U^-n- 4 -*+7- 1 , 4 -7t Ko + y ij >- 3 -^;U^'7i? 
2 0 Omg. 3 -T ^ y - 1 -<y9Jlh'a y *77 9 7 nig. h'Jxf A7;> 
1 6 0mg£6 0 OmgOf'J -77(Cjnx., M"C2 61^ 6 0°CT1 5IW 
bfco ffiTClilz/cc ^K3^cDx^/-/U£fln;tfccD*K «EETK»&t 
«Sft£2IIIilt>igU:o 3RflE(w2mKD^ 2 5mgCDl 0 96'<5 ^AjftfJt 
4 5°C-r-2 Ol$n» ^ST-2 1 ffl7jcf|» L/c 0 HaJteaKcUfco It 

£iH;Lfco tfriH&£flMfcU x^y-;^ 7 7°n h7l/X-x;b©Jl(^oTs 
S£fl:£<Bll 1 5ing£$?ffe$:fctLT?#*r 0 
l!* : 243-248 °C (#8?) 
'H-NMR(d e -DMS0)<5 : 

1.75k. 1H). 2.07(m.lH), 2.85-3.07(m. 4H). 4. 43(m. 1H), 5. 92(m. 1H). 

6. 77(brs, 2H). 7. 96(t. J=9Hz. 1H), 7. 99(d, J=14Hz, 1H). 8. 69(s. 1H) 
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mmm 1 9 

1- (5-T$y-2, 4-^7;l/to7xx;0 - Z-fna-Q-jJlj- 

0- 7- (3, 3, 3 - h 'J 7 ;M-n- 2 - h Kn^^n tVUT ^ 7) - 4 - 
**V-1, 4 -7b Kn + y 'J 7-3-#;M?7&©£$: 

1 - (5 -T $ y- 2, 4-^7;btD7x-A) - 8- ?dd-6, 7->> 
7^0-4-^7-1, 4-^hKD+; 'J>-3-*;^>il 5 Orag> 

1- TSy-3, 3, 3- h'j7;l/^-a-2-7°o/NV-;H 2 Omg. h'Jxf- 
)IT I 7 1 2 0 mg£ 4 0 0 nig© tf >J i> XCtJDx., ggr 2 0 BtHU 6 0 °CT 6 B$ 

Jgm-r^>»*2@< (5^x.L/Co 1 5 OmgOzg^^Jn^ ^ET(CiilllL/io 
mmz2mt®^? ;-Jl%m?ltz 0 flrft^MU x^y-;|^ -7W7 7°ot' 
;l/i-x;U©|IS(C^^T, Mfifb^l 5 3mg£&fe^,hLT#fc 0 
lfc.6 : 134-138°C 
'H-NMR(d 6 -DMS0)<5 : 

3.67(m.lH), 3.79(m.lH), 4. 17(m, 1H). 6.55(brs. 1H). 

7.00(t,J=8Hz,lH), 7.40( t, J=10Hz. 1H), 8. 02(d, J=14Hz, 1H), 

8.49(s,lH) 

mmm z o 

l-.(6-T*y-3. 5-^7;l/tnh''J^>-2-'f;l) - 8 -y oo- 
6-7;l/^o-7- (2-n + ->xW;;) -4-^+7-1, 4-^t 
Ko + y <J 7- 3 -£;l>*'7$e©£$ : 

1- (6 -T.5 y- 3, 5 -^7;l/^-Dh 0 >J ^7- 2--T;U) -8-yoa- 
6, 7 -^7Ma-4-^7-l, 4 - '7 1 Kn + y ij 7- 3 -#;l/tf'7^ 
1 4 Omg. 2 - y h + ->xf^7 = 7 4 Omg, h 'J x^T $ 7 2 0 0 mg£ 
4 0 Omg©h°'J ^7(riP^ 4 0°CT 4^111 ^fiT' 6 5 Uc Q MET 

Ciflgfi&Uco ^(;2^©x^y-;t/^jD^/c©*,SET(^liU/co 1 
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^©raic^t. mm<t£Vdi 1 omg£i§fe^£LTf#*: 0 

i&£ : 178-179 °C 
■H-NMR(d 6 -DMSO) 6 : 

3.23(s.3H). 3.41(m,2H), 3. 65(m, 2H), 6.45(m,lH), 6. 78(brs, 2H). 

7.96(t,J=9Hz,lH), 7.97(d,J=14Hz.lH). 8.73(s,lH) 

mmms 1 

1- (6-7U-3, 5 -^A^ab 0 'J 2-^;U) -8-?na- 

6-7^u-7- (2, 3-i>h Kn + ->-n-yotVl/T^y) -4-** 
V - 1 , 4 -i>t Kn + y ij >- 3 -^7^^>^cd^ : 

1- (6-7;;-3, 5-^7;M-ot'>J ^>-2-^A) -8-?nn- 
6, 4 1, 4 -i^t Ko + y ij >- 3 

1 5 Omg. 3-7U-1, 2 -7nX>^-;M 5mg. ■ h iJifAT i > 
1 5 0mg£5 0 Omg©h°'J ^XCfiD*., 5 O'CT l 8 WW Uc 0 METKjI 

:lUc 0 6 Omg©^^Jux., MET(r^L/co HSK 1. 5^©x^y- 

T. «Efk^ttl 0 7mg£tefef&^tLT#/-Co 

11* : i66-169°C 

'H-NMR(d 6 -DMS0)<5 : 
3.65(m.2H), 4. 74(brs. 1H). 5.03(br.lH). 6. 23(m, 1H), 
6.77(brs.2H). 7. 96(t. J=9Hz, 1H), 7. 97(d. J=14Hz, 1H). 8.73(s. 1H) 

mmm & 2 

5-7* y-i- (6-7$ J- 3, 5-^7Atnb'^>-2-'f;l/) - 
U > - 3 -#;l^>g?©£j& : 
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8-?nn-6, 7-^7;l/^-D-4-^4 i 7- 1, 4 -i?t Kn + y y >- 3 
5 0 mg, V y A /. h + 1/ K • /• * J -Jimm (ft 2 8%) 
2 0 0mz&2m6®/?J-Mzmx~ 3 BIS 4 5°CT^L^ 0 ftft8 Omg£Jn 
^ 1 Hf^jfinMsftUco »»U#fflJtt*aUR, * 9 J -JK 7 7°n b'Ax 
-f^KOlSCftoT, 1 2 2mg©Sfb^^fe«<tLT»fc 0 
Sl^:230-232 o C(^) 
l H-NMR(d e -DMS0)<5 : 

4.00(d.J=3Hz.3H), 6. 73(brs, 2H). 7. 91 (t. J=9Hz. 1H). 8.62(s.lH) 
HSfe^J 8 3 

7-T'JAT$y-l- (5-7;;-2, 4-^7Md7x-^) -8- 
?no- 6-7WD-4 -^7- 1, 4 -S>fc + 7 U >- 3 -#A*'> 
S?©£$: 

1 - (5 -T ^ y - 2, 4-^7^tD7x^) - 8-70D-6, 7-S> 
7)U*n-4 -**7- l, 4 -^h Kn*y ij >- 3 -fc;l/#>gei 0 Omg. 
T U AT = > 1 2 0 mg£ 3 0 0 mg© b' 'J XCfll jL 4 0 "CC 3 mm, 
1 6^TO^L/co iETi:iibfco ^{r2^©x^y-A^jfjDx./c©*,M 
BETCjWSrrS*f^*2EI< OrtvtLfco ^Cl^©x^y-;^Jnx.f Co ft 
&%0&M&, x*7-A N S>-f 7 7°Db°Ax-xA©JIS(r^o-C^ 6 7mg©^!£ 

■L&: 187-1 90°C 
l H-NMR(d 6 -DMS0)<5 : 

4. 10(m.2H). 5.05(m.2H). 5. 45(brs. 2H), 5.92(m.lH). 6. 85(brt. 1H). 

6.99(t,J=9Hz,lH), 7.39(t.J=llHz.lH). 7. 98(d. J=14Hz, 1H), 8.46(s.lH) 

nmn 8 4 

1- (5-T$y-2, 4-^7Wo7x-A) - 8-^dd-6-7U 
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d-7- (3 -t Ka^-n-T'ohVUT* y) - 4 -**7- 1 , 4-7t 

Ko+y «; >- 3 : 

l-(5-T$y-2. 4 -;7ito7x- - 8 -?nn- 6, 7-7 
7;^d-4-^7-1, 4-^hFD+;')>-3-*M7il 5 Omg, 
3-TiJ-l -7*a/V-;l/7 5mg, h 'JiW;> 2 0 0mg£3 5 Omg© 

fj^xcjD^ 4 5°ct4 smmftbtzo m.T^m^Uz 0 mmz2 m e<D 

J -Jl<&m^tz(D?>METlzmM-f&m$:2®< <0ij^Ltz o 1 2 Omg© 

'H-NMR(d 6 -DMS0)5 : 
1.70(m,2H). 3.47(m,2H), 3. 59(m,2H), 6.68(br,lH), 6. 99(t. J=9Hz, 1H), 
7.39(t,J=llHz.lH). 7.98(d.J=14Hz.lH). 8.46(s,lH) 

mmm % 5 

1- (6-TS7-3, 5 -^yjita try 77- 2 ->r;u) - 8-^na- 
7- - 6 -7;U^n- 4 -^-+7- 1, 4 

--7t Kn + y 'J 7 - 3 -#;U#7®©£fi& : 

1- (6-7i;-3, 5-77;l/tat:';-77-2--l';t/) -8-?ao- 
6, 7-y7;b*n-4-t*V-l, 4-^tKa+y'J>-3-*M*>® 
2 0 0 mg N r U 7 >xf7Ux*f7UHHtt 1 3 5 mg, h U xf-;Uy ^ 7 4 5 0 mg 
£ 1 0 0 0mg©h°U77fiS[j^ SfiT 1 5l$ia«#U: 0 lETCliLfco 

1 »rf©x* y 1 1 meomSTk&tutto #r£H^£«, x* y -;k 
7^77nh7Ux-f;U0)lS(C^oT. 1 0 6w©*Efl:#«tIKtt , 7?&* 1 - 
(6-TSy-3, 5 -77;^n f'J 77- 2 — < 7U) - 8 an- 6, 7 
-^7^tn-4 -**7- 1, 4 -7t Ka + y 'J 7- 3 - 7^©& I 
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'H-NMR(d 6 -DMS0)5 : 
1. 19Ct. J=7Hz. 3H). 4.14(q,J=7Hz,2H), 4. 27(t. J=6Hz. 2H), 6. 80(brs. 1H), 
6.97(t,J=6Hz.lH), 7.96(d.J=14Hz.lH), 8. 00(t. J=9Hz. 1H). 8.75(s,lH) 

mmms 6 

1- (5-T$V-2, 4-;7Wn7x-;l/) -6-7^0-7- (2 
-hKo + WA7;;) -8-^^-4-^7-1, + y 

■J >- 3 - ^7A^>^CD^ : 

1 - ( 5 — T $ y - 2, 4-^7Mo7x^) -6, 7-^7;L/^-n-8 
4 -^"+7 - 1, 4-i?hKnt; 'J >- 3 -*;t/^'y^5 0 Omg. 

yx^y -jit ;>4 1 Orag, N-^f-^fn U s>> l 7 Omg£ 1 5 0 Omg© 

fu ^xrsnx., 9 o°ct-7 1 i^Bjg^u/to mrizmmLtzo mmz 1 . 5 

7-;l/=5 0 : 1-10: 1) CftUco 5 7 a >©jt§t^ 

iHS: 166-168 °C 

1 H-NMR(d e -DMS0) 8 : 
1.74(s.3H), 3.40(m,2H), 3. 50(m, 1H), 4. 76(t, J=5Hz, 1H), 5. 48(brs, 2H), 
5.80(m,lH). 6.96(t. J=8Hz,lH). 7. 43(t, J=llHz, 1H). 7. 85(d. J=13Hz. 1H), 
8. 49(s. 1H) 

m^m 4 7 

2, 4, 5 - h 'J 7Jl*n- 3 -^77°atVl,^+->^>W;Htfcf-^x 
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2, 4, 5 - h 'J yjlta- 3 - t Ko^->^S§^4. o 4. 7 g© 
3 Ofb^ yfat'Jitt^izi. 8 3 g cDTKmfb-^- h 'J +> /*&mm Uz 1 0 idO 

Cftti? U/c 0 ^tM^TStf^ffc U 2 5 OT#D7k£SD;i> 2 5 mi© ? a n AT' 2 

ffibtc 0 »*7A^D7 h?*5 7^ - (S/UJWk 7 5 g, zgiM ; ? o 
n*;bA : * *7 -;U : g^= 5 0 0:2 0:1 ) Ctf LT, ®^j£tLT2, 
4, 5 - h 'J 7 n - 3 - 7 7°a t'J^^r '>£M^£f#7t 0 
C ©£J|£\ 5 m6<D ~J 9 □ n /. ^ > U 1 mS<D^^ *) Jl?a "J Kt 1 

fco SlJtC, vr*>"t7A^7 6 0mg^l^Ox^y-;KcJn^ ££C6 0 # i 
©El^K^Sp^Tlt^L/co :nc, vn>$^i^;i/5. 2g£i 6^© 

£«© 1 / 3 £- 6 0 °CK&*P U ±12©$?? □ 'J K©£li££ 5 mi(Df hyh 

1. 5mi©zgJ&ij N 1 0 7^©^®zk> 2 Orato^DO^-'l/A^-jEiDx.r^L/Co 
? no*^Al£$ETOglif Uc 0 1 5 0mg©p - hXi>X;l,*7 

®?-;j<fnti£ l o ^©?£©7k t ^ (rjox., 9 0 "cc 9 mmmw b fc 0 u 

5 0^O?DD^;^tiajU: o yna^AJI^ lO^©2%0»k|f^ 

SifeiAttt) «t U T 2 . 9 g ®^Eft:^^#/co 
###J4 8 

1- [5- (t-yh + ^;^-A7;;) -2, 4-^7;M"D 
7xr.;H -6, 7-^7;1/^d- 8 77°n tVl/*^7- 4 -Jf+V- 1, 
4 - KD + y ij 7- 3 -7>;b^>-7l/- h©£$ : 
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2. 9g©2, 4, 5- V)yjita- s--cjyat°jut^-xyy'^jm 
ixf;l/x^f^ % 2. 4g©:JvH*4 4 »xf7k 2. 8 g <D&*ftIte 1 1> 

»3-xh + -/-2 - (2, 4, 5-MJ7WD-3-f7^DhW 

/Co C©^Md> N- (t-yh + ^/l/^) -2, 4-^7;U^-n-m- 
7x-^^7^> 9 0 0mg£finx./-,: o Z©M«ET(iML/c 0 ill:, 
1. 3 gomyfrmk* D ^At2. 5^©N N N-yyfA**A7; K£JD;L 
T9 0°CT1 0#it#Ur o tt&U 5 0^©?DDmt 3 0 0^©fRS* 

ftbtllU i^-K'ft.t, l. 1 8 g©*Effc^tt*«S»fe»*fcU 

Hj&: 194-1 97°C 
###J 4 9 

1 - (5-TS7-2, 4 -^7Wd7i-;I/) - 6, l-'Juliru-z 
-^V7*n t7[/*^>- 4 -**7- 1. 4 -i?t Ko^y ij >- 3 
I£©£fi£ : 

xf7b l - [5- (t-?b*i;t)JU*;-)lTiJ) -2, A- ; J7)l*u 
-6, 7-^7;k*n- 8 --f V7 , ntW>-4 -*+7- 1, 
4-i?t F0 + 7 U 7- 3-*;U^+i/U- h 5 3 Omg£ 2 ml© 4»JBBftt 2 

lot, 28 5m®mmt£<®%m%&®^tLTmKo 

ll*:217-222 0 C 
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'H-NMR(d 6 -DMS0)5 : 
0. 84(d. J=6Hz, 3H). 0. 88(d. J=6Hz, 3H). 7. 10(t. J=8Hz. 1H). 
7.36(t.J=llHz,lH), 8.08(t.J=10Hz,lH), 8.56(s.lH) 

mmm 8 1 

1- (5-7U-2, 4-i?7MD7x^) - 6 - 7Jl*a - 8 — ( 7 
yntVl/^-+i/-7-^f-;t,T$y-4-t+7- 1, Ko*y >J >- 

1 - Co —T i J — 2, 4 -^7Wd7x^) - 6, 7 - i?7)l*v - 8 
->rvyatV^+i/-4 -^+7- 1, 4—7h Kn4V 'J 7- 3 
Ml 0 0mg£2. I g©4 0%yf-;l/T^>7jc^(cSD^ -ft 5 5 "CT" 2 4 B#|BJ 

Tf/fM«SiJb/-c 0 METd^Uco 0. l»flDx*y-;i,£ 

ife*:232-236°C 

■H-NMRCd^DMSO)^ : 
0.72(d,J=6Hz,3H), 0. 82(d, J=6Hz. 3H), 3.01(m,3H) ( 3. 90(m. 1H), 
5.38(brs.2H), 6. 14(m, 1H), 7. 13(t. J=8Hz, 1H), 7. 30(t. J=llHz. 1H), 
7.77(d, J=13Hz.lH), 8.39(s.lH) 

mmm 8 8 

1- (5-T^y-2, 4-^7Wo7i-;b) - 8 -/i-Jb- 6 -7)1* 
a-7- (3-h Kn + >'-n-7 , nh7l/T~ y) -4-^+7-1, 4->>t 
Kn + y 'J 7- 3 -t>Jltf : 

1-C5-T57-2, 4-^7Wo7x-A) -8-^fA-6, 7-i? 
7;l/^D- 4 -*^7- 1, 4 —7h Kn + y >J >- 3 7^5 0 Omg, 

3 - T 5 7 - i -7°o/sV -J14 0 Omg, N-/f;l/fD 'J -7 7 1 7 0 mg£ 
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1 5 o omgofj^xriin^ 7 o°c-ei smmmwbtzo mm<®mbT^te 

l >©T\ 1 m#©N, N - y ^;U*;UAT ^ K£JH>U 7 0 e CT' 4 3 L 
fc 0 SETKSjSLfco &&(:: 1 ^©JK«**to^^©-6«ETcattrr*»f^ 

3 UK Ofr*. Lfc 0 1 . 5^©x^y-;U£fln;ifc©£M£T(^ 

oT, 1 5 5mg©^Effc£$j£ii£$&;fctLT#/;o 

ife^:221-224°C 

1 H-NMR(d e -DMSO) <5 : 

1.67(m,2H), 1.71(s. SH), 4. 60(t, J=5Hz. 1H). 5. 50(brs. 2H). 5.99(m,lH), 

6. 98(t, J=8Hz, 1H). 7.43(t.J=llHz.lH), 7. 85(d, J=13Hz, 1H), 8.49(s,lH) 

%mm 8 9 

l- (6-T>y-3. 5-^7;i/^-ot°'J^>-2--r;i/) - 8 -y'a^e- 
6-7Jltv-7 - (2-bKati/xf^7^;) -4 1, 4->» 
t Ka + y 'J >- 3-^;U^>gf -x^y-^T^ >il©-£j?5c : 

1 - (6 -Ti J- 3, 5 --^7^^ah°'J 2 — < ^U) - 8 -7*d^- 

6, 7 ->J7)l*a- 4-*3r>j- i, 4 - Kn^y D >- 3 -^7;l/^>^ 
3 5 Omg, x^y-;l,T^ > 3 5 Omg£l 4 0 Omg©fJ -^xrjn^, 5 O'CT 

3n#rHi#»L/-c 0 ffiTicjgiiu/co nm^-ims®*.? j -)i*iti\?Ltz(D*>m 

ife*:189-192°C(^|?) 
'H-NMR(d 6 -DMS0)£ : 
2.63(m,2H), 3.39(m.2H). 3. 56(brs. 4H), 4. 90(brs, 1H), 6.03(m. 1H). 
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6.73(brs.2H), 7. 93(t. J=9Hz. 1H), 7. 94(d, J=14Hz. 1H). 8.51(s.lH) 

■mm 9 0 



(S) -1- (5-T$y-2, 4-^7/l/tD7x^b) -8-^dd-6 
-7;l/^-o-7- (2-h Kn^i/-n-^nhVt/T$ 7) -4-**7-l, 

4 -7t Kn + y 'J 7- 3 -#^sJ?>a©#j£ : 
l-(5-T$y-2, 4-^7itD7x-A) -8-?dd-6, 7-7 

7;l/^a-4 -:**7- 1, 4 -7t + 7 'J 7- 3 -#;!/#7®n 5 Omg, 
(S) - 1 -T^y-2-7'n/NV-;H 5 0mg£4 5 Omg©h'iJ i^XUDX.. 

5 5°CT-2B#p H 1#»b^o ®£.TlcmmLtz a m&K 2m8(D^? J -;U£inx. 
/c©*,«T(rii|f|1-| > »^2III< 9rivLUc 0 1 5 OmgOjtii^^lin^ m 

ETi:iibf;„ nm.^\mf>(Dx.9 j-)i^^.tc 0 m®*m&, x^y-;k 

77°o h7Ui-f-;l/©HI(C^feoT, 1 4 7 mg0^ie^£^£«L« t LT 

ife.£:225-226°C 
! H-NMR(d 6 -DMS0)<5 : 

1.06(d. J=6Hz.3H), 3.45(m.2H). 3.77(m. 1H), 4.91(m. 1H). 5. 45(brs. 2H). 

6.27(m. 1H), 6.98(t, J=8Hz,lH), 7.39(t, J=llHz, 1H), 7. 98(d, J=14Hz. 1H). 

8. 47(s. 1H) 

mums 1 

(R) -1- (5-7^-2, 4-^7il/tD7xi;l/) - 8 -?oa- 6 
-7;l,^a-7- (2-h Fo + 7-n-7*nt7lT I J) -4-^+7-1, 
4 -7t Fn + y ij >- 3 -l7)ltfym(D&f& : 

l-(5-T^y-2, 4-^7Wd7i^) -8-?nD-6, 7-7 
yiltn- 4-**>J- 1, 4 -7b Kn + y 'J 7- 3 -ft;l/#'7gt 1 5 Omg. 
(R) - 1 -7; J- 2-~7us<j -jl i 5 0mg£4 5 OmgCDt: U 77(ljfjD^ 
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tz<D*>ffiETlzfflSltZ!Sk{t£2®< QfrjLtfzo 1 5 0 ■g©aft£&£Jnix., m 

i&.£:224-226°C 

1 H-NMR(d e -DMSO) (5 : 
1.06(d.J=6Hz.3H), 3.46(m.2H), 3.77(m.lH). 4. 91(t, J=4Hz. 1H), 
5.45(brs.2H), 6.27(m.lH), 6. 98(t, J=8Hz. 1H). 7.39(t. J=llHz. 1H). 
7. 98(d. J=14Hz. 1H). 8. 47(s. 1H) 

mmm 9 2 

xj-Jl l-(2, 4-'^tD-5-^ + i/7x-A) - 6-7Ato 
- 8 7 --ha - 4 —***J-1, 4 -i?h Ka4V 'J >- 3-#;l 

stf+S/U- h©^ : 

3-ih + ->-2- (2" , 5' -S^yM-o-S' -/f-;U-4' --ha 

4 - -^7;U^a - 5 - y h*->T-U > • -H»ia7 8 Omg, h 'J xf-;UT $ > 

3 2 8 rag© ? a a A 1 0 0 'CT'^T Uz 0 1 0 

£-©*Lfc 0 8S£S©N, N-i?yf;i/*;i/A7; Kl 0m#g7&^ JKtKKH 

#'J^A5 1 0mg£i«x., 7 0 o CT-5Bfr B 1»U/Co ®£SlcfiHfcxf-;k tK* 

tra^> tsietu &*»iftvr*->t7AT-ffi«&. i&mz^Ltzo mm 

N.& : 248-250 °C 
'H-NMRCCDCisM : 

1.40(t.J=7Hz.3H), 1.83(s.3H). 3.92(s,3H), 4. 40(q. J=7Hz, 2H). 

6.69(t.J=8Hz,lH). 7.16(t.J=10Hz.lH). 8.31(d. J=9Hz. 1H). 8. 40(s. 1H) 
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mmm 9 3 

xf-;U 7- T ^y-l-(2, 4-^7WD-5-n + ->7x^) - 
6-7Atn-8-^fA- 4 -**y- 1, 4 -i^h Kn^V 'J >- 3 -#;t/ 

x^;t, l- (4-7^tn-2-yf;l/-5--hD7x-^) - 6 - 7 ;U 
8 7-- hn - 4 1, 4 — 7fc Yu*J U >- 3- 

* Jb$*i/ U - h 6 6 0 mgdlMi 1 0 **> ftfi 7 2 0 mg^flP^T, 9 0 °CT' 

1 1 oftrmwLtzo ffi&6L*<Dim&*?4 hratau u 

M£ : 232-235°C 

1 H-NMR(CDC£ 3 )(? : 
1. 39(t, J=7Hz. 3H). 1.66(s.3H). 3.88(s,3H), 4. 23(brs, 2H), 
4.38(q,J=7Hz.2H), 6. 91 (t. J=8Hz, 1H), 7. 10(t. J=10Hz, 1H), 
8.06(d. J=llHz. 1H). 8.28(s.lH) 

mmm 9 4 

7 -7 i J - 1 - (2, 4-^7^tn-5-kKn^i/7i-;W -6-7 
;i/ta.--8-^f;l/- 4 -**v- l, 4-5>k Kn+y 'J >- 3 

: 

xf-;u 7-T$y-l-(2, 4-77WD-5-n*i'7i-;l/) - 
6 -yj^-ta- 8 4 -rt+V - 1, 4 - ^t Kn + y ij >- 3 -JjjI 

^xf-^x-^^OllSd^U KIU 1 0 8mg, ^!lfe^©^E^^)^ 
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M£ : >280°C 
'H-NMR(d e -DMS0)<5 : 

1.61(s.3H), 6.50(t.J=8Hz,lH). 7. 61(t, J=llHz. 1H). 7.84(d. J=llHz. 1H). 
8. 50(s. 1H) 
###J 5 0 

1- (4-7;i/tD-2-^f;^x^) - 6 -7Jl*a- 8 - y 
7--hn-4 -**7- 1, Kn^y ij >- 3 

- h ©£j£ : 

3-xh + ->-2- (2' , 5' -^7^d-8' -yf-;U-4* -r-hn 
-7;l/tn-2-^f^ »j 7&lg©?nn*;l,A5fl$gj& (t 1 

8 0 Omg^fipx., 1 1 0°CT'2 0#fIif#Uco &mmiz? dd*^, 7 Jc^fip 

/Co 

flt£ : 207-209°C 
'H-NMR(CDCi 3 ) 5 : 

1.41(t. J=7Hz,3H), 1.66(s,3H), 2.12(s,3H). 4. 41 (q. J=7Hz. 2H). 

7.06-7.20(m,2H). 7. 35(dd. J=5Hz, 9Hz, 1H), 8. 31-8. 4 Km, 2H) 
HJfi^J 9 5 

x^;U 1- (4-7MD-2->f;l/-5--hn7x^) - 6 - 7 ;[/ 
*a- 8 7 --hn- 4 -**7 - 1, 4 -S>fc Kn + 7 'J >- 3 - 

1- (4 2 -/f^7x^;l/) - 6 - 7;l/^n - 8 - J 
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f-Jl- 7 --hn- 4 -**7- 1, 4 - y t Ka + y U 7- 3 - tiA,#*i/ V 
- M . 1 g^Sm 1 0^{cfiPX.7t o *&T, Bt»;fr U >7A 3 3 Omg£» 

'H-NMR(CDC£,) 6 : 
1.40(t.J=7Hz,3H). 1.71(s.3H). 2.23(s,3H). 4. 39(q. J=7Hz. 2H), 
7. 42(1 J=llHz. 1H), 8. 20-8. 40(m. 3H) 

mmm 9 6 

x^;t, 7-7;;-l - (5-7;;-4-7Wn-2-yf;b7xr. 
;t/) - 6 -yjltu- 8 4 -^V- 1, 4-S>fcKo4Vy>-3 

Xf-A 1- (4-7Atn-2-yf^-5-^hD7x^) -6-7^ 
tf-n- 8 7 --ho- l, 4 -$>fc F0-4 -**? S J*J 'J 7- 3 - 

ti i/u—h i . i g (cftift i o mL tffl i . 6 g £au*.T. 9 0 °c-e-Hjfe 

h^77^-T^I2U (7na^M • 2 0:1), 

2 3 0mg©ftfeT ; E^7TXtLr^lBYt:^^#/c o 
1 H~NMR<d 6 -DMS0) 6 : 

1.25(t.J=7Hz.3H), 1.48(s,3H), 1.92(s,3H), 3. 37(brs,2H), 

4.19(q.J=7Hz.2H). 5. 95(brs. 2H). 7.40(t. J=llHz. 1H). 

7.75(t.J=llHz.lH), 8.01(d,J=7Hz, 1H). 8. 13(s, 1H) 

mm 9 7 

7-TiJ-l - (5-7;y-4-7^tn-2-/f^7x^) - 6 - 
yjl-ta- 8 4 -:**y- 1, 4 - 7t Kn^-y ij >- 3 -tultfy 
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xf-;U T-TU-i- (5-7;y-4-7;Uo-2->f;l/7xr. 
)V) - 6 -7;i/^-n- 8 4 I, 4 -i?b Kn+y i; >- 3 
- * )im i/ V - b 2 3 0 mgd 1 2 2 ^£iD*T, Unf^BSTT 1 3 B^PbI 

l!* : >240°C (^«?) 
'H-NMR(d 6 -DMSO) 5 : 

1.57(s.3H), 1.79(s,3H), 5. 44(brs, 2H). 6.41(brs.2H). 

6.82(t,J=9Hz.lH), 7. 12(t, J=12Hz. 1H). 7.86(d. J=llHz. IH). 8.29(s.lH) 

mm 5 1 

3, 4, 6- h*)7)l*a-2-t b* is- 5 : 
i/J 7 7° a hVt/T ' > 7 . 7n<Ofh7tKo77>3 0 ^^dM^gSlT> 
-7 0°CTn-7*f-^llf-t7A (1. 69M ^t«) 3 0«TU: o 
-7 0TCT?1 5&IU»#Lfc 0 3, 4, 6 - h >J 7;M-a - 2 - * h*i/&&m 

»5gorh7tKD77>4o wflm&mm.'vmr 1 1 5 #raat# ®& 

T'<fc -5 ft/ f-;U 6 urf*«TLi^*cSfl^R b-Mft Ufc 0 g||*S*Ufc 0 
^(C^xf-;l/x-r;K 7jc£finx.T£ffiLfc 0 7jc®£i*gre®H££ U ^xf- 

LZ-Co -3-. 6 g<Dfc£MM5£Wz 0 
'H-NMR(CDC£ 3 ) 6 : 
2.21(s.3H). 4.05(s.3H) 
5 2 

xf-;u 1 - (5- t e r t -Zf V* { sti )\,#~)\,T U - 2, 4-i>7fr* 
n7xx;U) -6, 7 - ^7;M-n - 5 - * h 8 - / f-A,- 4 V - 
1 . 4 -5>fc Ka+y 'J >- 3 -77 NcD-^jS : 
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x*7U 2, 4, 5 - h »J 7J\,*a- 2-/ N + f- 5 -yf7l/*S> WA'T-fe 
^>y>r;I/T4r-r- M . 9 g Kfclcftlfc 1 . 8 g, h ffir M xf7L 

i. 2g^soxT, 7 o^niDMAftu^o mm&imvt, i&m&fflmjk 

N-t-7F + i/*;^-;i/-4, 6-^7il/tD7i-L/>^7i 79 1 Omg 

A 5 2 Orag^fiD^ 8 0°CT 9 0$MH«#Lfco SlCttCftKxf-^ 

6 3 0 mg£f#fc 0 
16.6 : 193-194°C 
'H-NMR(CDCi 3 ) <5 : 

1.40(t.J=7Hz,3H), 1.51(s. 9H). 1.71(d. J=3Hz.3H). 4.1KS.3H). 

4.38(q.J=7Hz.2H). 6. 78(brs. 1H). 7.08(t. J=10Hz. 1H). 8.20(s.lH). 

8. 20-8. 300b. 2H) 
##R5 3 

1- (5-7U-2, 4-^7Wd7x^) -6, 7-^7;L.^o-5 
- t Kn + i/- 8 4 -:**7- 1, 4 --7t Yu*j y >- 3-27 4/ 

xf7U 1- (5-tert-7h+^^-^7;;-2, 4--77^ 
D7xx;U) - 6, 7--77;U^-d- 5 -/ h + 7- 8-^4/- 4 -**7- 
1, 4 --7t Ka + y U 7- 3 1,- h 6 0 OmgK 1 2£££&2»l 
fcftliLTl 0 OU 2B#FBlSpfiH^L/-c 0 JfcfcU flrffl Ufc@tt£«JRU x^ 
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M& : >280°C 
1 H-NMR(d 6 -DMS0) 8 : 

1. 69(d. J=3Hz, 3H). 5.55(brs,2H), 7. 04(t. J=8Hz, 1H), 7. 45(t, J=llHz. 1H). 

8. 58(s, 1H) 

mmm 9 8 

1- (5-T$y-2, 4-^7^tn7x-;l/) -6-7^tn-5-tF 
o+i/-8-^f-;u-7-yf-;l/T^-4-^+7- 1, 4--7h Kn*y »J 

l-(5-T57-2, 4-^7;btn7i-;l/) -6, 7--77;M-nr-5 
-t F'D + i/- 8 -yf-;U- 4 —t^J-l, 4 —7t Ka + y 'J 7- 3-£;b 
1 0 0 mglw e 'J y 3 0 0 nig. 4 0 % /• 5^1/ T * >tK« 3 0 0 mg£iD;L 
T3 0rT2BMftUc o SSli, y -;H ^SlJ«^@*Lyco 
^ y -^£SDx.T®ft£M L/Co HISft;£tJ£ 3 3 mg©*|fe$;fc £ 1 

i&£ : >280°C 
, H-NMR(d e -DMS0)(5 : 

1.54(s.3H), 3. 00-3. 10(m.3H). 5. 47(brs. 2H), 6. 12(brs, 1H), 

6.9ia.J=8Hz.lH), 7.42(t, J=llHz,lH). 8.39(s.lH) 

mmm 9 9 

1- (5-y*y-2, 4 -y7MD7x-;i/) - 6 -7;i/*o- 7 -y h 

+ '>-8-y-f-;U-4-^+7- 1, 4--7hKa + y 'J > - 3 - ii )l^ym<D 

1- (5-7;7-2, 4-77Atn7x^) -6, 7 --77;ltn - 8 
-yf-;U- 4 -^-+7- 1, 4--7h Ka + y ij >- 3 -t/Jltfyms 5 Omgd 
y^y-;i/5 0 Omg. 7-M*7Ay h+iM K (2 8 %y^y -;t/«) 200 
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ift* : >280°C 
1 H-NMR(d 6 -DMS0)<5 : 

1.83(d,J=3Hz.3H). 3.92(s,3H), 5. 51(brs, 2H), 7. 02(t. J=9Hz, 1H). 

7.42(t, J=llHz, 1H). 8.05(d.J=llHz.lH), 8.51(s.lH) 
#%$J 5 4 

1 — C 5 — t er t-7*h*->#;l#-;U7^y-2, 4-^7Uo7x^ 
-6, 7-^7;t/^-n-8- (hijyf-;u^'j;t/j.^;u) -4-**y- 
1 , 4 - 7t Ko + y U 7- 3 -*JW:>|xfiUXf;HZ)M : 

1 - (5 - t e r t -7*h*yt>Jl#;->lT i J - 2, 4-^7Md7x^ 
;U) - 8-7*n*-6, 7-^7;l/^D-4-^+7- 1, 4-^hKa + yj 
>-3-*^'>ixf;|/xxrA6g, h 'J 7'f-;UX^ >— ;U h 'J y^;t/7D 
;UTHrf-L/> 6 g, f ( h 'J 7xx;bt>X7-f 7) ^*5^7A0. 4 g 

a&£-7U#^;*7 5A (^'J* 2 4 0 cc/^nnt^) dtt 
4. 6££i§fe1ft;fctLTf#fc 0 
H£:198-199°C 
'H-NMR(CDC^ 3 ) d : 

0.09(s,9H), 0.92(t, J=7Hz,3H), 1.51(s,9H), 4. 39(q. J=7Hz. 2H). 

6.77(brs,lH), 7. 01(t, J=9Hz. 1H), 8.32(s.lH), 8. 29-8. 36(m, 2H) 
#%0>J 5 5 

1 - ( 5 - t e r t -7> + ^*;^'x;|/7 $7-2, 4-i?7;l/to7xx 
;l/)-6, 7 -77^n- 8 -xf-^;l/- 4 -^"+7- 1 , 4--7tKn + y 
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U y- 3 : 

1 - (5 - t e r t -y'bJri/fiJWi-JlT iJ-2, 4-^7Atn7i- 
^) -6. 7 -ifyjlta- 8- (h*) /f-Jli/*) -4-^+7- 
1, 4 -S?fc Ko+y ij >- 3 -i7;^'>iif;l/iXf^7 5 Omg£, fF? 
t Kn 7 5 > 6 *lK:*fr C ©»j»^ 1 NTfcKfkf - h 'J •? A 2 «££;&D;L£ 

'H-NMR(CDCi 3 ) 6 : 

1.51(s.9H). 3.44(s.lH). 6. 83(brs. 1H). 7. 06(t, J=9Hz, 1H), 

8. 40-8. 43(m, 2H), 8. 65(s. 1H) 
###J 5 6 

l-(5-T$y-2, 4-^7Wo7i-;l/) -8-ifz^-6, 7- 
i>7;U*a- 1, Ko-4-*+V + y 'J >- 3 : 

1 - (5 - t e r t -Zf h^ri/ti Jltf—JUT i J - 2, 4 - i?7AtD7xi 
;U) - 8 6, 7 -^7;l/^-n- 4 -:f*V- 1. 4-^hH'D + ; 

•J >- 3-*^sK>»2 4 Omgt. T-V-;H 0 mg£ h 'J 7 njffcgg 4 m£\1 

* •> * AT'^it, 8«E£ttEETS* L fc 0 8SE£ •> 'J JjfJljj^A ( •> >J a 
2 4 0 c c/^ddUA) KtfUailBffr&ttl 3 0rag^fei*tLtifc o 
i&£:>223°C 
'H-NMR(d 6 -DMS0)5 : 

4.92(s.lH). 5.47(brs,2H), 7.06(t. J=8Hz. 1H). 7. 34(t, J=llHz. 1H). 

8.41(t.J=10Hz.lH), 8.71(s. 1H) 

mmm 1 o o 
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1- (5-T^y-2, 4-^7Mn7x-^) - 8 -xf--;|/- 6 -7Jl 
iru-1 - /=f-)\,Tl j - 1( Ko + y U >- 3 

1- (5-7;/-2, 4-i^7Wn7x^) 7- 
^7;U^d-4-^+7- 1, Ko^y >J >- 3 -TWUtfOlN Omg£ 

e u y > o . 3 mmzmfr btco z ommz, ao%/ ^jit i ymm 1 nezmz. 

f*£®l2 U SSiBft^tt 3 0 mg£?lfe»* t LtSfc, 

S4*:208-209°C 

'H-NMR(d 8 -DMS0)<5 : 

3. 15(t. J=6Hz, 3H), 4.70(s,lH). 5. 38(brs. 2H), 6. 47(brs. 1H). 

6. 97(t. J=8Hz, 1H). 7.29(t,J=llHz.lH). 7. 94(d, J=14Hz, 1H). 8.44(s.lH) 

mm\ 1 0 1 

7 -~T IJ - \ - (5-T*y-2, 4--^Wd7x-;I/) - 8-^on 
- 6 -7;M-o- 4 -;Mry- 1, 4 -^t Ka + y 'J 3 -7; K*;M?> 

l-(5-T>y-2, 4-^7Ho7x^l/) - 8-?dd-6, 7-7 
7)\s*a-i l, 4 -2>k Ko*y 'J y- 3 -*;H>|xf;nx 
x;l/2.Q Omg^-N, N-^/f^^A7; K4^i:gfrU: 0 dCD&j&K, 

2 8 %r >^^ttk i n^m^m^mx—m 5 0 e ceflt# u/c Q <* 2 8 % 

T > ^xT7K 2 «**JH;>LITOK: LT-WMW Lfro ggdM Lfc& 2/3 MHLM 

ife*:>2'61 0 C(^l?) 
'H-NMR(d 6 -DMS0)5 : 
5.47(brs,2H), 6. 75(brs, 2H). 7.00-7.03(m. 1H), 7. 43(t. J=10Hz, IH), 
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7.72CS. 1H). 7.96(d,J=llHz.lH). 8.34(s.lH). 9. 14(s. 1H) 

mmm 1 o 2 

1- (5-T$y-2, 4-^7itn7x-^) -8-^od-6-7M 

0- 7 - yW; y -4 -**7- 1, 4 -iSt Ko*y ij >- 3 _y^ ;t/T 

l-(5-T$y-2, 4-y7Ato7x-^) - 8- ?dd-6, 7-^ 
?;M-o- 4 -**7- 1, 4 -i?t Ka + y 'J > - 3-*M' >iif 

1- jiT i yffi&%tiux_mymv-m5 o vz*mwbtz 0 $ 4 0 ?jut 

ffi LT g /c@<*£fl3c U 5&£7kTft# &7jc»v ^ * •> ATS£ 

»U »»*«BETfif*Lfc 0 a^->'J^y;l/^7 7A (->'J^6 0 c c/?d 
n A) Kfr LfWSffr&fcl 4 2 mg^?ifete t LT#fc 0 
tt£:206-208'C 
'H-NMR(CDCi 3 ) 5 : 

2.82-2.84(m.3H). 3. 18(t. J=5Hz, 3H). 3. 47(brs. 2H). 4.36(brs. 1H). 

5. 81-5. 89Cm. 1H). 5. 89(brs. 1H). 6. 83(t. J=10Hz. 1H). 

7.79(d.J=14Hz, 1H), 8. 12(brs. 1H) 

nm&u- 0 3 

1- (5-T^y-2, 4-77WD7a-;l/) - 7 - h Kn*i/- 6 
ho- 4 -^"+7- 1, 4 -^t Kn + y 'J >- 3 -*4/st?>»©#|S : 

1- (5-7i;-2, 4-^7;l/tn7x-^) - 7-771^0- 6 h 
n-4 -**v- 1, 4-^t Kn + y ij >- 3-*^^>»6 Omg^5%7K^ 
ft* h 'J A7jcgffi 3 ne^m^tzo 4 0 "CT- 2 «Jf # Lfc c 3 % 0 x 
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i!.£:>246 0 C (M® 
'H-NMR(d 6 -DMS0)o : 
5.58(brs.2H). 6.56(s.lH), 7. 02(dd, 1H), 7.54(dd,lH). 8.74(brs,2H) 

mmm 104 

1- (5 -TiJ -2, 4 -^7il/tn7x^) - 7 - J h + 6 -— h 
a- 4 -tfj- 1, 4 -i?h Kn4V U 7- 3 -*;t/^>^CD^ : 

1- (5-T$y-2, 4-y7ibtn7i-;l/) - 7 -7AoTo- 6 h 
a- 4 -**y- 1 , 4 --7t Kn4V 'J 7- 3 -#;M?7|fc6 0mg£2 8 
M^A/ h*7Ki^l 3 5mgtf;^7 0. 5^Ofiffi(lJpx.A: 0 4 0°CT 
2 Uco 3 % ? x U/co £ bfc@f*£ttJR b/c 0 - ©H 

i&£:>255 0 C 

'H-NMR(CDCi3+d 6 -DMS0)(5 : 

3.89(s,3H), 4.61(brs,2H), 6.59(s.lH). 6. 96(dd. 1H). 

7. 13(dd, J=9Hz. J=10Hz, 1H), 8. 69(s. 1H). 8. 94(s. 1H) 

mm 1 0 5 

1- (5-TS7-2, 4-^7itD7x^) - 8-?dd-6-7W 
a- 7- 3— OU) TiJ -4-**V- 1, 4-^tKa + y 

U 7 - 3 -#;l/tf7i?©£fi£ : 

1- (5-7;7-2, 4-^7;WD7x^) - 8-?nD-6, 7 - y 
7;U^-o- 4 -**7- 1, 4 -S>h + 7 'J >- 3 -iiMymi 0 Omg£ 
t°'J-77 0. 5^tN-yf-;t/b°aij K7 0. 5 ^0ylfe?gJ$ Uc Q 3-T^ 

;tw>©y^;-«(4 5«) 1. 5«i*jDAfc 0 7 0 °c-e 1 8 mm 

mWbtZo 3%^x7^7jc2 Orfr«tU £b/c@ft£ML*i 0 Z©@{$ 
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-£#J£4 8rag#/-Co 
i&.£:240-244°C 
'H-NMRCd^DMSO) 6 : 

4. 55-4. 82(m. 4H). 4.85-4. 95 On. 1H). 5. 45(brs.2H). 6. 79(brs. 1H). 

6. 98(dd. J=8Hz, J=9Hz. 1H), 7. 38(dd. J=10Hz. J=llHz. 1H). 

7.98(d, J=13Hz.lH), 8.50(s. 1H) 

B^it^mm^mmm cchemoterapy, 29(0. 76, i98i) izmt, mmw 

CS. aureus 209P(S.a.X S. epidermidis IF012293CS. e. )S[>'P. aeruginosa 
IF03445(P.a.) ) dShT 3Ji/J^WIfiit^K (MIC : u%/m£) %MmLtz 0 Z(D 
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Jlv-xBffim (2 Omg/1 O^/kg&^tel Omg/1 0^/kg) $In7> 
x£ffl^T&#Jlin&4Uc 0 ^(^4 0-6BfMST-t6~2 4 Bffifm £ T 
©2[I]K#tfT«Uco m^©^b^MJg{iBacillus subtilis ATCC6633 

(b) mft*?wm 

x^b>f- i -7*^}fAL/'Co tit, ±E (a) tl^«(r««fb^i^3S««IS 

UfiQ7kfrP(0. IN NaOH, 3 7°C. Ill) btz^ 

±IS (a) tP»©2fSrCffl£U IIH-^HIW^fe/-Co -©^^2(1^ 
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